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R5 . R6 ffi»r;p^;us^?:. *>L<«s 



(2) !RfB¥9-1 572 53 

1 2 

R.— A— B^-J— N'-'^^'^NrV''^ ^T''^ ll I 



B :^-S02 -C ( = 0) -OC ( = 0) - 

X<i-CHR7 C (=0) - 

R7 : 7j<*il^. m,T)l'^)i^S. XiiTU-fUm 

R4 : ^mW.^, ^>Ty^. :^JW^'t^JU 

iffiftryi/^^vrsys, xti 



* -(NH)p- 



30 



Y: NH, SUJI^. X^ii?^iiT 

RsStARs : I^-XtiM^Sr^TTK^Mi^. ffic^T^l-^ 

p:OXm 

R5^l^R6 : H-XfiM^:oT*«iSi^. fi»r;l^^ 
r';~;w^. X^R5 ^R6 h{iH*i:^-:>T®?lBjlI^ 

m^y'xjm 40 

n:0Xtii;bM4<7)ffiB: 
m: OXtil) 

Y 



Y : NH. SHiE^. X{iSgl5IM^ 

Rsat/Re : l^-Xtia=5:-:>r*SJSlF, (g«r/^^f5S550 



P : OXfil ) 
«cX(i>5-(7)^„ 
[0001] . 

Y (OT, NPYb^^o) ^mi^zmit^^tmrn 

[0002] 

x/mHW&itzji^Kmti. wi#g^t^*5v>TNPY 

[0003]^/::, 9-:>?^. r;P7^N-< -7-^^*3 
-^yvy&^mffzn\'^xEm^^cr>j^PY^f)^i^Ti'h 

cb^"^. § /^t^llgP3^^^(^#v^^rt(^)N p YRmm 

hZbm^iiX\^^^. -U. *ffiiHi«tci3V^T, NP 
YtiHtL^JR^tt^r^ K h t V ^;btl p Jfil«^¥»jffi^JR 

y(DMm®m^^':^x\^h. 

[0004] NPY^^wmmmn ( n p y^^^t 

m^tiims,(^itmmb bx^mxhib^ihti 

[0 00 51 \^PY^^Wry9rf-7sYbLX\t, < 

^^xh'y^y, A yyv-iV')ympp5e. Mf^ 

e9048 1*J$fi^$ilTV^&*«. V^t^tiNPYa^ 

mi\m<. ^wmhhry^':i:^7.vb\tmxy-ji\^ 

CDrugs of the Future. 

1-t 39-4 5K( 1 992^)#»3). 77 

>'x^ra»i*^«»2 7 0 14 8 o-ttcfe«$n/<:r $ 

V^k^Wm^A 3 2 6 4 6 5 tifBJSSiii^r 5 y K 
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C0006] 
[0007] 



Ri— A— B 



m^<7}^'^bmt^mim\z'thit^. its: 

[0008] t^i^^^^HJJi:, ( I ) r^i^ii 

[0009] 




[0 0 10] (^*t7)fe#fSJaTtfOS*S:^'t. 5! 
[ 0 0 1 1 ) A : ry-;l^, '^^^-feViSfclS^LTV^ 

B :^-S02 -. -C ( = 0) -OC ( = 0) - 20 
Xii-CHR? C ( = 0) - 

R7 :*«J!i^. mr)v^)vm. xtiry-zi^ 

^\yym. sfgiE^. a[«M^. ximm^f- 

Ri :7mm^, r$ys, x(«ysL<tii^mT 

R2 mns : [^-^X{i^^-:>T?K3^ii^. xaiiiir 

R4 :7mJK^. i^ry^. :^hnS. ;^;^A^>f;l/ 

[00 12] 

[■ftsi 



[00 14] 

[^te] 



^ —I 



[00 13] T^^n^S 
Y: NH. ^IIM^. X(i:l!^M^ 

:m-x\tmr>x7^mmi', mr^i^^ 

1^9UT)\^^)V&. X(iR8 ^R9 t\t-#t^Ji 40 

p : oxm 

R5 : R-X«#l^:oT**iaT, fi»T;l'^f 

ry-;l^. Xt^Rs hR6 i:(i-(*i:^-:>TKl^M^ 

n : 0X\iin'S4(7>mL 
incOXJil) 



^ — CNH)p 



[0015] (S+coifi^iitlTOSWcSr^-t. 
[00 16] Y: NH. fiSaiJI^. XtiK^Mi^ 

^xmtm=F^^Lx\^xi>x\'^i&m'^T^m 

P : OXtil ) 
[0017] 

[^P^c7)||i6o?Bffi] felT. iJEHRS ( I ) f^z-ox^X 
[0018] *H^lfflm^OH^^OS^tciDV^T. i^tiBf 
S(Xti*e«c7)»»ffi^SiWc-tS, ^-^T risar;^df 

T'f'/l^. sec -rf-/!^, t e r t -T'f'/^S, ^ 

m, t e r t -^y-f /l^, ^=^>^;V^. >fy^^i^;u 

jf^26flac^ia«xti»sttcoT/i^^i'yS"c*>o. 

WtzJiy-f-uyg, xf-uyg, xf-yrvs, roe 
y-fys. ^vrae'jrys, rotruys, 
f-i^y«, xh^^f-^y^. 1. i-i^^f-z^xf-v 
ys. 1. 2-xyf-/i-xf'P'ys. xf-;ux^i^y 
s, ^y^y^i^ys. ^^tryf-uy^^^Wib^fx 

[00 19] rqtygL<(i>''fflclftr;v=^;vrsy3lj 



(4) 

5 

[00 2 01 fru-;u^j tilt, mmz{±, ^ 

C 0 0 2 1 ] ACO r^y-feVISif^^LTV^T t^V-iS 

[ 0 0 2 2 ] Re XJiR9 CO r iy^uT)^^)^^} t\t 

[00 231 TRe tR9 tJi-*i:^t-:>TK*M^«' 

[00 241 R5 XJiRe ^{irU 

<>'Jf\^, 7x^f-;US, 
f*/P7x^>f-;l^, ^yXth'g;US, :^7f-;Mf*;l' 

[ 0 0 2 5 1 Rs XJiRe O fSJ^SSr^TLTV^T i, J: 

it. mL<\ijmmx'hh. 

[00261 ^mCDVzt^i^msbLXlt, i^^V^i^ 

[0027] ^RstR^t\t-v^t^->xmmm=f-^ 40 

L. ^mi\i:\tT'J^)i^y. TM^i^y, troui^y. 

-^y-fyKUy. f-h^t Hn:^y uy, rh^t 
KD>fy:^y';y. '^yy^;^;^'Jy^3&^^tf iif 
lit<fi^;V;^!;y. Th7bKD>ry:3fy»jyr*) 

[0 0 281*56^^1:^ ( I) 60aftMfcLr«i. » 50 
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6 

[00 291 (2RS, 4' RS) -2 - (6* -T^ 
vV-3' , 4' ->?hV'D-2' H-'<yyf-:ttr5 
y-4' --f;U) -N- (4-hHD^7x::^;U) -N 
" ~ [N- (2— ^7'^/^X/^;J^X;P) ^>;x;U] 
v'yrSK, (2RS, 4' RS) -1- [2- (6' 

-r^xy-i* -;»<-^/p-r , 2* . 3* , 4' - 

Th7t Kn^f/Uy-4' -N- [N- (2 

-^yi'}VX)Viir--)\^) e^Ux 
y, (2RS. 4* RS) -1- [2- (6' -r^v 
y-1' . 2* . 3* . 4' -rb^bKD^yjy- 
4' — <;!/) -N- [N- (2-*^7f-;WX;l';t^^;l') 
i/'Jx;l-] iJ^Uv-zP] t'^.yxy. (2RS, 4' R 
S) -1- [2- (6* -r$i^V-3' . 4' -i/'t 

KD-2' H-'<;yy^?ft:7y-4' -^;^) -n- 
(N-xaf-y>f;i/^UWl/) ^y^-y^] tr^'ji^y. 
(2RS. 4' RS) -1- [2- (6* -T^i^V- 
3' , 4' -v^bKn-2' H-'<yyf-:tb^y- 

4' -N- [N- (4-y'yf-;VT$y^yy 
-f;!^) ^Ui^/p] ^';y/n e^uxy, (2RS. 

4* RS)-l-[2-(6' -r5xV-3' . 4' 

-i;tKD-2' H-'<.yy'^^e7y-4' ->(;^) 
-N- [N- (<yy-<$:ry-;P'-5-^;P') 
^/I'^/Ui^/U] f'^US^y, (2RS, 4' 

RS) -1- [2- (6' -T$>^y-3* . 4' -i^' 
tKn-2' H-'^yyf':te^y-4' -N 

- [N- ( iH—<y 2 

Ui^/H /Ui^;!^] tf^ify'y. (2RS. 4' RS) 

-1- [2- (6* -T$xV-3' . 4' 

-2' H~<yyf-:fe7y-4' ->f;v) -n- [n 

- (2-f-7h-r;u) ^uy/i-] y^)y}V^ b^ui/' 

y. (2RS, 4* RS) -1- [2- (6' -T^i/ 

. 4' -i^'bKn-2' H-'<.yyf^:tt:^y 

-4' f;U) -N- [N- (1 . 2. 3. 4-f*h7 
t KP-8-^/U;^;^;l^3f>x;^) Wl^] 
yl/lb^Ui^'y. (2RS. 4' RS) -1- [2- 
(6' -7$vV-3* , 4' -i^'bKD-6' -2' 
H-'<yyf-:tb^y-4' -'>f/U) -N- [N- (8 
-^yu;i';^;u^-;i') :/i;y/P] ^Uv;!/] b^Uv 

y, (2RS, 4' RS) -1- [2- (6* -T^i^' 

y-3* . 4' -i;bKD-2' H-^yyf-^rb^y 

-4* --f/U) -N- [N- ( 1 -'f-7f-;^X;U;^x 

;P) ^i;y;u] ^Ui^/i/] b^y>?y, (2RS, 4' 

RS) -1- [2- (3' . 4' -j^'bKD-6' -i/ 

r::^>^y-2' H-'<.yyf^;rb7y-4' --<;u) - 

b^'jv^y, (2RS, 4' RS) -1- [2- 
(3' . 4* ->''bHD-7' -i?'r^>'V-2' H- 
/<yyf';tb7y-4' ->f;l/) -N- [N- 
7f';vx;l/;fv-;p) ^^»jy/U] :/>jxyV] b^Ui^y, 



(5) 

7 

(2RS. 4' Rs) -4- [2- (6' -r^yy- 

3' , 4' -yhHD-2' H-^yV'^:ttr^>- 
4' --f/W) -N- [N- (2-ty^iV7.)Vts::^)V) 
/Ui/yV] ^U5/;u] ^ry^Tj^yy. (2RS. 4' R 
S) -2- [2- (6' -r5i^V-3' . 4' -i^'t 
Hd-2' H-<vyf-:ttf'^>'-4' -N- 
[N- (2~'t:7'f*;^x;^7^~;U)i?^Ui^;H iTU^- 
-1. 2. 3, 4. -xh^t Ko-^fV^yyy. 

(2RS. r RS) -2- (?• -r^i/V-r . 

2' . 3' . 4' -rh^bHn-l' -'f'y^}V) - 10 
N- (4-h Ko^x^yy/L') -N- - [N- (2- 
^7f-;^x;l';^::i;l') y^Ji^)^] ^^Ji^yr^ H, (2 
RS. 1' RS)-2- (6' — <y 

[N- (2-'^7-?^;^x;l/;^-;l/) ^Uv'^H ^Uv-V 
r^K, (2RS. 1' RS) -2- (2' -r^vV 
-5' . 6' . 7' . 8" . fh7bHn-9' H- 

'^yys/^D^rry-^* -^/p) -n- (4-bK 
D^^'^y^^;!/) -N« - [N- {i-i-yi-fixjut^ 

~/^) ^JJi^yr^ H. (2RS. 1' R 20 

S) -2- (7' -T^'Jy-l' . 2' . 3' . 4' 
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--^7-^/1^) -N- (4 -bHn 

s-yr^K, 

[0030] ^fs^HJ-fb-^ ( I ^?r*^$r^LT 

[0031] ii^wmt^ ( I ) \t^tw.^mmh:i 
S, igK. ';yii^tJoiti«>=¥K. rne:ty 

H. vny®, nyN^^S, ff^, ^K, b: 

iJ^'jyK. p^:5^yx;^;^yK. :L9yX}V^^>m, ^iV 

^h\z. 2|£^Wf:-^ ( I ) (i. x^y- 

[0033] 
[^b7l 




<tffl¥9-l 57253 



R,— A— B 




(I) 

[0 0 34] (^4^. Dti^NnyyjuT, :^mmwcom 
s. xitimrfv^fVT'j-fi'T^ym^. zi . Z2 

to Ri 0 ^tR4 ttzW\vyym=F^^t. Ri . R 
2 , R3 . R4 . R5 . Re , A, B, X. n\m^(0 

C00 3 5]*l^WI:^(i)(i. {b-^d i) , 

( I I I ) xji ( I V) J: 0l#/^nsiry 

(V) tcT^yz^i/N- (ry-;u:^;i/:^-/i') ^Ui^ 

mmizmmth. >fb-&»(v) (i, j. d. Mi *5o 



Mkowski et al., J. Med. Che 
m. . 13. 741-742 (1970), E. Rei 
mann et al.,Arch. Pharm, 31 
0, 102-109(1977) ^j:tlZ^<^mmmiP7r; 

xi^mmv^h. miim'm (int. ^coRmn 
«LT, fc^^v^a^t^ (III) ^iammt trzs 

trecker^Bucherer^^tC^LT, 

iZl±it^ (IV) (D/?Ji^:f^:^JUm<r>am^:m^tmm 

(oi^mhi\f^im imii^ms^) ^:m\^^xtr^i,^^^'o 
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1 1 



1 2 



[oo36]>fb^«& (I i)~(v)oRi ommMi 

um^^jmcolsm {Mk:. Sandmeyer^^) (I 
[0037] tti^^ ( I I ) - (V) c7)Ri 0 t^^^ 

[0038] ^t^m ( I ) (i^^co:^^ mum. 

Bodanszky, Peptide Chemis 
try. 55-73 (1988) , mMe*<^. 

^r^}^^mi7mmtmi, 89"i4i2 (i985) 
;^>;^-;^) ^y^-y. n- (rs/;^) ^'J^-y. ru- 

ht^J^O^T-^^.. ^3^v:>fk'^!tl!I (V) ^xxrMte 30 

[0039] ^k-^ift) ( I ) cORi 0 ;6<>'r/a'CS>-S« 
^Wh^<7yys^ mmo^. D. Ne l s o n. T 
he Chemistry of amidines 
and imidates, Patai and R 40 
appoport, Ed. , Wiley and 
Sons. Vol. 1, 238-348 (19 
75) . Vo 1 . 2, 339-366 ( 1 99 
1): R. S. Gar 1 gi pat i , Tetr 
ahedron Lett., 31,1969-19 
7 2 (1990) ts:\it'^^miixh) \Z^^i^r J 

[0 04 0] >(i:'^ft ( I) oRi 0 f^r^ym-ch^^ 

^UT, l-r5^V-3, 5->?;<f-;Ul^5V-;k 50 



[0 04 1] it^m ( I ) (Tm^mmmt^m ( i ) 
hi\^M:i^!^mzmi^ywim^Bm. m^mtr^i^ 

<+: (^Jt(fScho 1 1 kopf^, Wi 1 1 amsa 
fc^V^tiOppo 1 zerS^i:) fccORie. 3^^vg1i 

«>$'^rr^ft^!i«B (IV) srfflv^s*s mm^v 

ans^55rfc') , ^^rSt recke r?£^:i:'(7)^3gf^ 
m.\z^^hh\^\t^fi^(mh^h^\z^ »5S«3g-C§ 
(fi?ll^lf, R. O. Duthaler, Tetrah 
edron, 50, 1 5 3 9 - 1 6 5 0 ( 1 9 9 4 ) 

[0042] ^C7) j; 0 ^CLTigit^tL/c^lc^aM^Jt^J 

( I) iiittib^tis. ^<m. imk. ^^mmm 
j5:^fctT««i$ii, immm ( I ) 

[0043] 

[^M] WTtr^MWcJ;04=^sJ^p3^TS*^ ^ 

^\t^tmwji%><ri\,zr>\'^x\ti^mt \.xmfh. 

[0044] ##M1 

T-feh7$ HvnyK>?xf<;l/6 5. 2g(0. 3mo 
1 ) 1t6XV^t^Yt-ir^ j^}V33^Tt^\<rMmzt 
e rt-yh^>';'^y^A34. 8g (0. 31mo 

1) s-jp^ 1 ^wm x^timzs h y A 1 1 g 

(7 5mmo 1 ) . 1-^nn- 1. 2. 3, 4-f'h 
FD-^7^1/>5 1. 7g(0. 31mol)i5j; 
t<t e r t -^^J-)V\ 0 Cm 1 aM&it^L 5 Or 
T-i^ifFL/c, Rl5a(37K4 0 Oml ^Jn;e.»i?xf- 

^M.^u-^h^'^y^-ltznt. 2 5-3 3%»Btx^ 

fu-^^^y-cmm^ Lx 2 -T't^jvT 5 y - 2 - 
d' , 2' . 3' . 4' -rh^bKo-1' -i-y 
f-;!.) ^DyS!>?x^/P5 9. 9g (5 6%) ^nt:. 
[004 5] 1 H-NMR (^ppm in CDC 1 
3 ) : 1. 14 (3H, t) . 1. 24 (3H. 
t) . 1. 4-2. 3 (4H, m) . 1.96(3 
H, s) , 2.64 (2H. b r-t) , 3. 8- 
4. 4 (5H. m) , 7. 0-7. 4 (4H, m) 
##W2 
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2-r-fef';i/r^y-2- (r . 2* . 3* , 4' - 

rb^t Kn-l ' — ^yf-zU) vavKvXf-;!/ 5 
6. lg(0. 16 1mo 1 ) , S|*PK3 0 0mlfc 

j:tjf»B!2 om 1 mmi^z)mmnT2 ox:wFX'm 
gg28mi (2. 5as) ^mi2ox:vxTTi. 

fSmii::. Rj5JS^**l ■ 8 1 t3jDi.*fffi L;tfeft 

^^jSt. IS^^?^x-7^;V-A.:^-ty (4 : DTm 
r^LT2-r-fe7-/ur5y-2- (7' --ho- 

r . 2' . 3' . 4* -f-h^tHn-1' 

7^) vnyi?xXf-;V'^3 3. 8g (5 3%)<l?to ^ 

^^'ovhr/^^^f-tcftL. 3 3%I^S|xf-;^-/\^'^ 
>'t1SaiLT2-r-fef^y^75y-2- (?' -xhn 
-1' . 2' . 3' . 4' — ^7 
-f/l^) VDy^i/'x^;^^-?. 5 5g(12%), 2- 
r-tr'^;^r5/-2- (5' -xho-r , 2' , 
3' . 4' -rh7tKD-r — :h7^;i/) vnyK 
i^'xf-y^^g. lg(l4%)t#5^^, 

[0046] 7' -xHD^:Rf-0. 36 (5 0% 
S^SgXf-y^-^df-Hfy) 

1 H-NMR (^5ppm in DMSO-de ) : 

1. 02 (3H, t) . 1. 13 (3H. t) . 
1. 55 (IH. m) . 1. 8-2. 0 (3H, 



m) , 


1. 


81 (3H, s) . 


2 


. 76 (2H. 


t) . 


3. 


95 (2H. m) . 


4 


. 06 (IH, 


t ) . 


4. 


1 3 (2H. q) , 


7 


. 32 (1H_ 


d) , 


7. 


97 ( IH. dd) , 




8. 34 (IH. 


d) . 


8. 


43 (IH. s) 







5' -xhn#::Rf = 0. 49 (50%BKxf';P- 



iH-NMR(^PPm in DMSO-de) : 
1. 02 (3H. t) . 1.10 (3H. t) . 

1. 5 (IH, m) . 1. 8-2. 0 (3H. m) . 
1.81 (3H, s) . 2.73 (2H, t) , 

3.95 (2H. m) , 4. 05 (IH. t) , 

4. 10 (2H. q) . 7. 31 (IH, t ) . 

7. 70 (IH. d) , 7. 73 (IH, d) . 

8- 43 ( IH. s) 

2~r'fef-;l'T$y-2- (7' -xho-1' . 
2' . 3* . 4' -f-h^tFD-l' — :h7f-;P)v 
Dyg^yxf-;V4 1 g (1 0 5mmo 1 ) , l^itl 0 0 
m 1 i> J:Z/X:J^y ^1-3 0 0ml (OmWiiZ 1 0%J'^y-J 

y-2-(7' -T5y-1' , 2' . 3' . 4' -r 
b^tKD-r -^7^;V) '7DyM>?xf-;i/3 4. 
6g (9 1%) imc. 

[0047] 1 H-NMR (^ppm in CDC 1 
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3 ) : 1.17 (3H. t) . 1. 24 (3H. 
t) . 1. 4-3. 2 (4H. m) . 1.96(3 
H, s) , 2. 53 (2H, br-t); 3. 8- 
4. 4 (5H, m) , 6. 50 (IH. dd) , 

6. 65(1 H. d), 6. 84(1H, br-d) 
##M4 

2-r-fef';pr$ y-2- ii' -t^/-i' . 

2' . 3' . 4' -T^h^fcKn-r -^7f-;U) V 
nySyX'f-;l/3 4. 1 g (94mmo 1 ) ^Dcfct/^Kl 

10 5 0ml (om&izm^m 10ml ( 2 ^fi) ^mtmm 

g (10 3mmo 1 ) ^7^1 0 Om] lzmmUz7i<.mWi 
l:5-C$:®;c^vUatC?STLl. smwmUz. K 

mi^z h/pxy 10 0ml . *^^gffTKibf«^ 
thv^Ai,zx^mit:^(iz. aTcomin-ofzmi 

[oo4simmAtimm-m2is (235mm 

0 r) fc'it^TKi oomioajst-r ;<^y-?u-)m 

l^ryiMV'yj^40s (6I Immo 1 ) 
20 i:tX7)cl0 0mlc7)2i?g^5''Ci;iTT1IDtl. 5B^^}t 
L/tf*tC, »Sxf-/H 0 0ml ^jDt/cSgJftr*) 

[ 0 0 4 9 ] ^v^T 3 0 i>r^x'g^a^ x^mk eo-az 
X 1 . 5\^mimuz. ^j«s«iw*i oom 1 ^iwm 

g?xf-M3T2|IlttaiL, ffiajJRS:*fcJ:lfttW:ftia* 

L. 5 0%»Sxf-;^-A.ae4^y-cl§ait-rM^ffa^?: 

x-T-;^-A.:^ify'C'Sil^B^HL"C2-r-fef';^r 

30 $/-2- (7' -xTZ-l' . 2' . 3' , 4' - 
rb7fcKa-l' -'t-^^;^) voy^yxf-zu^: l 

7. 2g (4 9%)l§7t. $^^1. S^S$:iaiSLT5. 
2g(15%)^fl^» 

[00 50] 1 H-NMR (<?ppm in CDC I 
3 ) : 1.13 (3H. t) . 1.31 (3H, 
t) . 1. 5-2. 2 (4H, m) . 1. 98 (3 
H, s) , 2.7 1 (2H. br-t) . 3- 7- 
4. 4 (5H, m) , 7.12 (IH. br-d) , 
7. 40(1H. dd), 7.85(1H. br- 
40 s) 

2-T-irf-;l'r$/-2- (5' -xhn-l' , 
2' . 3' , 4* -rb7fcHn-l' -i-yi-fi)^ 

aywjxi^f),^^m3i^xx/mm4tmmf,zm. 
LT2~r-fef';pr^y-2- (5' -yry-i' . 

2' . 3' . 4' — rh7fc}>'n-r — f7f-;U) 
nyKyxf>;i/«-f#j^ (|R$7 8%) . 
[0051] 1 H-NMR (500MHz, ^ppm 

1 n CDCI3 ) : 1.07 (3H. t) , 
50 1. 28 (3H. t) , 1. 7-2. 0 (4H, 



(9) 

1 5 

m) . 1. 91 (3H. s) , 2. 8-2. 9 (2 
H, m) , 3. 9 ( IH, m) , 4.1(1 

m) . 4. 2-4. 3 (3H, m) , 6. 
62 ( IH. s ) , 7. 18 ( IH, t ) , 
7. 49 (IH. d) . 7. 88 (IH, d) 

1- 9ux3^ yyy^^m 1 1 nm\>zm^ lt 2 -r 

-fe^;P7^y-2- <1' -^yy^)V)^uyWi'Jx, 
f•/^S:^|7t (1R$5 0%) , 

[00 521 1 H-NMR ( ^ppm in CDC 1 10 
3 ) : 1.25 (3H. t ) , 1. 26 (3H, 
t) , 1. 97 (3H, s ) , 2. 2-2. 9 (4 
H. m) . 4. 1-4. 5 (5H. m) . 6.4 

(IH. br) . 7. 0-7. 4 (4H. m) 

2- r-fe^;^r5y-2- ( 1' ->fy^-;u)^Dy 
K>?xf';v^##M2. #tM3i3J:i;^##W4^|SI» 
tc^tT2-T-fef-;i'T5y-2- (6* -i/yj- 

%, 3tr^) . 20 
[00531 1 H-NMR (^PPm in CDC 1 

3 ) : 1.20 (3H. t ) , 1. 27 (3H. 

t) . 1.99 (3H. s ) , 2.1-2.5(2 

H, m) . 2.8 (2H. m) , 4.1-4.3 
(4H, m) , 4. 4 1 ( IH, dd) , 6. 53 
( IH. s) . 7. 27 (IH. d) . 7.47 
( IH. d) , 7. 6 1 ( IH, s) 

5-:^'nD-5. 6. 7. 8, -Th7bKn-9H- 

^vvi/^x:i^r'rv^mm\tnmz%m.x2- 30 
r-tr^^vrsy-2- (5* . 6' . 7' . S* , -r 
b7tFo-9' H-^yVi/^Q^rrV-S' -A 
)V) -^uym/:z.^}V^W^ (K^i 9%) . 

[00 541 1 H-NMR ( ^PPm in CDC 1 
3 ) : 1. 0-2. 1 (5H. m) . 1.06 
(3H. t) , 1. 27 (3H, t) , 2.01 
(3H. s) . 2. 3-3. 0 (3H, m) , 4. 
0-4. 5(5H,m). 6. 64(1H. br). 

7. 1 (4H. m) 
##^9 40 

2-r'fef-^i'r5y-2- ( 5' . 6' , 7' . s' , 

-Tb^tKD-9' H-^>yi/^nA,rf V-5' 
'7D>'Kyxf-;l.>^##|51|2fcJ:l/^#(5y3fc 

mk\zmL'LX'i-r^'^}\^r\j-2- (2' 

/-5' . 6' . 7' . 8' . -f-h7tKn-9' H 

)Vi%tL (iR$4 7%. 24Tg) . 
[0055] 1 H-NMR (^ppm in DMSO 
-d6 ) : 0. 93 (3H. t) . 1.1-1. 
3 {2H, m) . 1.15 (3H. t) . 1.5 50 
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(lH.br). 1.7 (2H. br) . 1. 95 
(3H, s) , 2. 25 (IH, m) , 2.6(2 
H, m) , 3. 78 (IH, d) . 3. 98 (2 
H, q) , 4.1 (2H, m) . 4.59 (2H, 
s) . 6. 27 (IH. dd) , 6. 46 (IH. 
d) , 6. 73 (IH, d) , 8. 04 (IH, 
s) 

##^jl0 

2-T-fef-;i^r$y-2- (2' -75/-5' . 

6* . 7' . 8' , -Tb7bh'D-9' H-O-Vi/ 
^DA.7-xy-9' -A}V) vnyKyxf-zp^r^^M 
AtW^\z%WuX2-r'^^}VT^J-2 - (2* - 
i^ry-S* . 6' . 7' , 8' . -TN7tHo- 
9' H-'<,yyi^^a'\r'ry-9' --^^l-) "^o^S 
i>X.^})/^%f;i (IR$7 2%) o 
[00561 1 H-NMR (^ppm in CDC I 
3 ) : 0, 9-2. 1 (5H, m) . 1.05(3 
H, t ) , 1. 28 (3H, t ) . 2.03(3 
H, s) , 2. 3-2. 7 (IH. m) , 2.8- 
3. 0 (2H. m) . 4.13 (2H. q) . 4. 
29 (2H, q) , 4. 2-4. 5 (IH. m) . 

6. 8 (IH. br) . 7. 0-7. 3 (IH. 
m) . 7. 3-7. 6 (2H. m) 

#*0«J1 1 

4-:^Dn-6->'Ty-3, 4-i^hKD-2H-^ 

yye7y€-##ffiJi tTOC5iiSLT2-r-fe^;^r 
5y-2- (6' -i^ry-3' . 4' -i^'tna- 
2' H-<yyi^7>-4* ^D^Ki^'x-fyp 

-^Wz (iiX^7 9%) , 

[0057] 1 H-NMR (^ppm in CDC 1 
3 ) : 1.10 (3H, t) . 1.27(3 
H, t) . 2.00 (3H, s) , 2.0- 
2. 1 (IH, m) . 2. 2-2. 3 (IH. 
m), 3.9-4.0(lH, m). 4.1-4. 
3 (6H. m) , 6. 70 ( IH. s ) , 6. 
82 (IH, d) . 7. 40 (IH. dd) . 

7. 77 ( IH, d) 

N- (v7xx/M^uy) ^y>-yxf-;uxxr;p 

7. 7g (2 8. 8inmo 1 ) , rh^t K07^V4 

8m 1 ^3^i;f^^^;->^f-;u>jygbur^ hi 2m ico 

•ei. 6Myf-;UUf-^-a-'\d^1^>«JRl8ml (2 

8. 8mmo 1 ) ^»TL 1 St^'ISIitfPLJtf^tl. 4- 

^DD-6->'ry-3, 4->''fcKo-2H-^yy 

f-5rt7>'2. 98g (1 6Tnino 1 ) i5j:r/Th5t 
K077>^4ml<^Sj8[«:-6 8*CiaT-e}iSTU, -2 

0 lO-CTl. 5^0. 4-CT-«^Uc. RH? 

aS:IMJ^ftr>-^x^ix*2 0 0mlfc:Jn;e., S»x 
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0- 1 5%m:ri'fi.-^^'i'yTm\aiX (2RS. 
4' RS) iiXlf (2RS, 4' SR) -2 - (6* - 
v-ry-S' . 4' H-'<.>'yf-:tt 

i/yxf-zV-xXr/I^^S. 2 2 g (4 7%) fcJ:t;f2. 
14g (3 1%) fiito 

[0058] (2RS. 4' RS)i*:Rf = 0. 57 

(3 3%PKx^;i.-^=^^^y) 

^ H-NMR (5ppm in CDCI3) : 
1.30 (3H, t), 1. 95(1H, br), 
2. 3 (IH. br) . 2. 80 (IH. dt) . 
2. 9 1 (IH. dt) . 3. 72 (IH. dt) , 

4. 25 (2H, m) . 4. 3 1 ( IH, d) . 
6.49 (2H. br) , 7. 07 ( IH. d) , 
7. 2-7. 4 (7H. m) . 7.43 (IH, 
S) , 7. 56 (IH, S) , 7. 57 (IH. 
d) 

(2RS. 4' SR)<*;:Rf = 0. 67 {33%mSt 

iH-NMR(^PPm in CDC 1 s ) : 
1. 24 (3H. t) . 0. 7-1. 6 (IH, m) , 
1. 7- 2. 3 (IH, m) . 2. 4-3. 1 (2 
H, m) , 3. 4-3. 8 (IH, m) , 3. 9- 
4. 4 (2H. m) . 4.25 (2H. m) , 4. 
4 1 ( IH, d) . 6. 7-6, 9 (2H. m) . 
6. 9-7. 8 (1 IH, m) 
##M13 

1- ^nn-7->'ry-l , 2, 3. 4-Th^tF 

-i/TJ-V , 2' . 3' , 4' -rh^th'a- 

1' --^7^;^) -N- (v^7x::.;M-f'l/'>') ^^Ui^ 
yx^yi/xxf-;^$-t#f^ (1R$3 5%) • 

[00 59] 1 H-NMR (^PPm in CDC 1 
3 ) : 1.27 (3H. t) . 1. 45 (IH. b 
r) . 1.6 (lH.br). 1.85 (2H. 
br) . 2. 5 (IH. br) , 3.65(1 
H. b r) . 4.2 (3H. m) , 6.5 (2H, 
br) . 7. 08 (IH. d) , 7. 2-7. 4 

(8H. m) . 7. 4 1 ( IH, S) . 7.60 

(IH. d) 
##^14 

l->?nD-6-i^ry-l. 2, 3. 4~Th^tK 

vi^y ^v>'k^i%m\2)inmzw^\^x2 - (6' 

-i^ry-l' . 2* . 3' . 4' -xh^tKn- 
1' — f7f-;V) -N- (>''7xX;Mf-V>') ^^US/' 

yxf-yvxxr/VSrfl/i ( JK$ 8 8 % ) . 
[0060] 1 H-NMR (^ppm in CDC 1 

3 ) : 1. 2-1. 3 (3H, m) , 1.5(1 



1 8 

H, br) , 1. 65 (IH, br) . 1. 85 
(2H, br) . 2. 5 (IH, br) . 2. 65 
(IH, br) , 3. 65 (IH. br) , 4. 2 
(3H, m) . 6. 45 (2H, b r) . 7. 2- 
7. 4 (9H. m) , 7. 58 (2H. d) 

l-i7pQ-7-xhn-l . 2. 3. 4-'rh5tK 
D^-7:J^U>^^#fi^l 2hPI«tt38MtT (2RS. 
1' RS) iJil^ (2RS. 1' SR) -2- (7' - 
10 -hD-1' . 2' . 3' . 4' -Th^bKn-1* 
-:^7^;l') -N- (y7xx/u>^uy) ^/Ui^yx 
f•;^xxr^^§:^#:^c (l|X^3 6%i>J:Z/2 3%) . 

[0061] (2RS. r RS) fife: Rf =0. 64 

(3 3%Pi?Xf-;U-A^^ify) 
iH-NMR(^PPm in CDCI3) 

I. 28 (3H, t) . 1. 5 (IH, br) . 1. 
65 (IH, br) , 1. 85 (2H. br) , 

2. 55 ( IH, br ) , 2. 7 (IH, br) . 

3. 7 5 ( IH, br ) , 4.22 (2H, q) . 
20 4.26 (lH,d). 6.55(2H.br). 

7. 13 (IH. d) . 7. 2-7. 4 (6H. 
m) , 7. 59 (IH, s) . 7. 60 (IH, 
d) . 7. 91 (IH. dd) , 8. 14 (IH. 
d) 

(2RS, r SR)ft:Rf = 0. 70 (33%PK 

iH-NMR(^PPm in CDCI3) : 
1. 28 (3H, t) . 1. 7 (IH, br ) , 2. 
0 (IH. br) , 2. 1 (IH. br) , 2. 45 
30 (lH.br), 2. 7-2. 9 (2H. m) , 

3. 67 (IH, dd) , 4.25 (2H, m) , 

4. 55 ( IH. d) , 6. 85 (2H, d) . 
7. 17 ( IH. d) , 7. 26 (2H. t) . 

7. 3-7. 5 (6H, m) , 7. 74 ( IH. 
s) . 7. 88 ( 1 H. dd) 

##«16 

A-'^^uu-^-i/T J-i. 4->-'bKo-2H-^ 

>'yf"^e^yi>J:t/i- [n- (xy^x/Mf^v 

>) \:^^)v^v^mm\2twmz^m. 

40 Tl- [2- (6' -i/7>'-3' , 4' -ytHo- 
2' H-'<yy^:ttr5y-4' ->f;W) -N- (j;^ 

xX;V;><f-U>') ^yji^fi^] fcT'^iJi^VS'tlJ^^ (iR*8 
8%) . 

[0062] I R (KBr. cm- M : 500. 

698, 782. 1012, 1070. 113 
6, 1250. 1446. 1476, 1 59 

8. 1638. 2228, 2864, 2848 
##^J17 

4-^DD-6->'ry-2, 2-x;^f-;l'-3. 4- 
50 vbKD-2H-A;>/>/^:tb*7yi5j:T51- [N- 
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12tmmf,zmmLX (2RS. 4' RS) fcitX (2 
RS, 4' SR) -1- [2- (6* -vry-2' , 
2' -5/Vf-;W 3' . 4' ->^bHn-2' H-^y 

3%) . 

[0063] (2RS. 4' RS)i*:Rf = 0. 37 
( 3 3 %»»x^;i/-'^.:^l^y ) 

1 H-NMR (^?ppm in CDCI3) 10 
1. 0-1. 6 ( 1 IH, m) , 2.21 (2H, 
t) , 2. 5-2. 7 (4H, m) , 3.3(1 

H. br) , 3.65 (IH, br) , 5. 31 
(IH. s) . 6.55 (3H. m) , 7. 0- 
7. 5 (7H, m) . 7.69 (2H, d) . 8. 6 
98 (IH. s) 

(2RS,'4' SR)#::Rf = 0. 32 (33%SK 

iH-NMR(^PPm in CDCi 3 ) : 

I. 15 (2H. br) . 1. 37 ( 3H, s) . 20 
1. 4-1. 6 (4H. m) , 1.5 1 (3H, 
s) , 2. 10 (IH. dd) , 2. 78 (IH, 
dd) . 3. 0 (IH. br) , 3.2 (IH, b 
r), 3. 4-3. 6 (3H, m) , 4.86(1 
H, d) , 7. 09 (2H, dd) , 7.10(1 
H. d) . 7.17 (IH, d) , 7. 25 (3 
H. m) . 7. 34 ( IH, m) , 7.5 (5H, 
m) 

#tC^18 

(2RS, 4' RS) -2- (6* -xry-3' . 30 

4' -S^bKo-2' H-^yr^;rb'7>'-4' 

jU) -n- (>^7x-;^>f'^>') ^Oi^yxi-iUxT. 
•r;U3g (6. 8mmo 1 ) , fcJ:t/X^y-;U2 1 m 

^smmmmEW^, amt: 1 5 ro'j-^^^y 

*28mUC»»L. *^ftTtcK»*«'f hU'!^JU2. 

86g (34mmo 1 ) ^Xl/'J-te rt-y^-jU'J 
:^-7r::^^-hl. 63g(7. 5mmo \ ) ^in^mS^ 

T-I^m^bt:. Rmf^y}^ 5 0ml ^jD;tMETill^ 
a, »Btxf-;l'-e2IsH*aiU, }Aa5fflt2:*fcJ:t/ttWft 40 

tcttL. 1 5-2 5%»B!x^;U-^^-9-y-C1SaiLr . 
(2RS. 4' RS) '-N-tert-yh^i^:^fUn^ 
~;t--2-(6' ->'ry-3' . 4' -xtHa- 

2' H-^yyf-5re7y-4' — <;i^) ^Ui^yx-^ 

;l.XAf-;l-$'2. 12g(8 3%)f#^. 
[00641 1 H-NMR (^ppm in CDCI 
3 ) : 1.24 (3H. t ) , 1. 37 (9H. 
s), 2.05(lH,t), 2.29(lH.d 50 
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20 

^ d) . 2. 96 (IH. dt) , 3.30 (2H. 
dt) , 4.21 (2H. m) , 4.57 (IH. 
t) . 5. 10 (IH, d) , 7. 20 (IH, 
d) , 7. 34 (IH, d) , 7. 35 (IH, 
s) 

##PJ19 

(2RS, 4' SR) -2- (6' -i^TJ-S' , 
4' ~'J\z\^u-2' H-^>'V-7^:tf 7^-4' —f 
)U) -N- (i/'7xx;Mf-Uy) ^y>'yxf-;l/XX 

T/i'^mmist^mzmLx (2rs, 4* s 

R) -N-t e r t-rb^i^;^f;i.'?}<-;v-2- (6' 
-i/ry-3' . 4' -ybHn-2' H-^yrf-:t 
^7^-4' — <;P) ^Ux>'Xf';l.xxr;U$:l#;t 
(IR$7 1%), 

[0065] ^ H-NMR ((^ppm in CDCI 
3 ) : 1.03 (3H. t) . 1.44 (9H, 
s) . 1. 9 (IH, br) , 2. 4 (IH, b 
r ) , 3. 00 ( IH, dt ) , 3. 13 ( IH, d 
d) , 3.4 (IH, br) , 3. 9-4. 1 (2 
H. m) . 4. 58 (IH. t ) . 5.14(1 
H. br) . 7. 21 (IH. d) . 7.23(1 
H, s) . 7. 34 (IH. dd) 
##^J2 0 

2- (7' -vT^-r , 2' , 3* , 4' -7-hy 
bFD-1' -i-yi-jU) -N- (>^'7xx;Mf-lx 

y) >'yxf';pxx7^/^^##fi?ij 1 8 1 mmizm, 

LTN-t e r t-rN^xX?/^4<x;l.-2- (7* - 
i^ry-l' . 2' . 3' . 4' -T-NvbHD-r 
-'^7f';^) i7'U>'yxf-;|/x;:^T/j/$:#y:: (IR*74 

%) « 

[0066] 1 H-NMR (^ppm in CDCI 



3 ) 


: 1 


. 1 2 (3H. t) , 


1.4 1 (9H. 


s) . 


1. 


75 (2H, br) . 


2. 8 (2H, b 


r) . 


3. 


33 (1 H, q) , 


4. 1 (2H, 


m) . 


4. 


62 ( 1 H, dd) . 


5. 18 (IH. 


d) . 


7. 


17 (IH, d.) . 


7. 40 (IH. 


d) . 


7. 


54 (IH. s) 




mm2i 







2-(6' -vry-r , 2* , 3* . 4' -f-b^ 
bFD-1' -t7f-/P) -N- (y7xX;Mf-l' 

y) ^vi^y^ii'fi^iXT'nri^mnstwimzfm 

LT(2RS, 1' RS) t3j:tK (2RS. 1' SR) 
-N-te r t-7'hdfi^^;PH<x;l^-2- (6' 
ry-l' . 2* . 3' . 4' -f-h^tFn-l' - 
:^7f';^) ^»Jxyx^/^XX'r/l'^^#:t (IR$4 4% 
*3j:t^4 0%) . 

[0067] (2RS. 1' RS)*:Rf = 0. 39 

(2 0%»Kxf^;|.-A.:^1f>') 
1 H-NMR (^ppm in CDC 1 3 ) : 
1. 08 (3H, t) . 1. 42 (9H. s) . 1. 
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6-2. 0 (4H, m) , 2. 74 (2H, t) , 

3. 45 (IH. br) . 4.1 (2H, m) , 

4. 68 (IH, dd) . 5, 17 (IH, d) , 
7. 3-7. 5 ( 3H, m) 

(2RS. 1' SR){4s:Rf = 0. 34 {20%mSt 

iH-NMR(5ppm in CDCI3) :* 

1. 19 (3H. t) , 1. 36 (9H, s) , i. 
6-1.9 (3H. m) . 2. 0 (IH. br) . 

2. 8 (2H. m) . 3. 35 (IH. br) , 
4. 0-4. 3(2H, m). 4. 85(1 H, b 
r) , 5. 00 (IH, d) , 7. 3-7. 4 (3 
H. m) 

##^2 2 

(2RS. rRS)-2-(7' --hn-1' . 
2' . 3' . 4' -f-h^tHo-l' -i-yi-fU)- 
N- (x7x:i;>-?<f-lx>') ^Ui^yxf';|/xxr;l'^ 
##«?II18^[5l:^t-?(HLr (2RS, r RS) -N 
-t e r t-7'N^S/';!?;^;i^::^;l/-2- (7* -:^ha 
-r , 2' . 3' . 4' --rh^tHn-r —^7 

•f;^ i/yj/yx^/v-xxf-ywi^f^/o (K*7 5%) . 

[0068] ^ H-NMR ( (?PPm in CDC i 
3 ) : 1. 1 5 (3H. t) , 1. 38 (9H, 
s) , 1.75 (2H. m) , 1.95 (2H. 
m) , 2. 83 (2H, br) , 3. 43 (IH, 
q) . 4.15 (2H. m) . 4. 67 (IH, d 
d) . 5. 1 5 ( IH. d) , 7. 24 ( IH. 
d) . 7. 98 (IH, dd) , 8. 1 1 (IH. 
s) 

##^2 3 

(2RS, l'SR)-2-(7* -:::hn-l' , 
2' , 3' . 4' -xh7tKa-l' — ^7f';U) - 

^^istmmi,z^Lx {2RS, r sR) -N 

-te r t-7'h=^x;<7;pjK-;l/'-2- (7' --hO 
-r . 2' . 3' . 4' -fh7tKn-r 
f-yU) :/Ui^yx^;>x;^x/^$:t|/c (©$9 1%) , 

[0069] 1 H-NMR (^PPm in CDC 1 
3 ) : 1.17 (3H, t ) , 1. 37 (9H, 
s) , 1. 8 (3H, m) , 2. 05 (IH, 
m) , 2. 7-3. 0 (2H, m) , 3.35(1 
m) , 4. 0-4. 3 (2H, m) , 4.79 

( IH, t) , 5. 05 ( IH, br ) , 7.23 

(IH. d) . 7. 97 ( IH. dd) . 8. 10 

(IH. d) 
##^24 

2-r-fe^;^r5y-2- (7' -s^rz-i' . 
2* . 3' . 4' -rb^tKn-r -i-y-ffl^) -7 
ay^Vx.^}V22. 4g (60mmo 1 ) . g^KSO 
ml^J:l^3N%SS16 0ni l<:0Sffi^3. S^tm. 



1 5 0m 1 ^nt^hmSS^Lt:. mSMz'Jir^ 

^y\3 0m\^%Wtm^Ltimz. INTKit^lS-thU 
'^ATfqtffi 1 5 0 m 1 ^^t/'J- t e r t -T'f'/Pi^'X? 
-df^-M3g (6 0mmol ) jD;t^a-C 5 NfH 

mnhtz. mm^WEfm^L^ioom i $-jDi.x 

N-ter t-yh=^i^;«^/U:i<x;P-2- (7* -i^T 
y-r , 2' . 3* , 4' -rh^bh-D-r 
Vi'JU) ^Vi^X^m^m^lS. 2g(67%)^ 

-^$-PKxf-/UJ:0^ffit/:!. 
[0070] 1 H-NMR (^ppm in CDCI 
3 ) : 1. 39, 1. 42 (9H. SX2) , 
1. 6-2. 1 (4H. m) , 2. 8 (2H, m) . 
3. 4 (IH, m) , 4. 65 (IH, br-t) , 
4. 9, 5. 1 (IH, brx2) , 7. 18, 
20 7. 20 ( IH. dX2) , 7.41.7.42(1 

H, dX2), 7. 53, 7. 59(1H. sX2) 
##^J2 5 

2-r-fef-/^r5y-2- (5* -s^ry-i' . 

2' , 3' . 4* -Th^bh'a-1' —^^f-;!/) V 
o yKi^Xf-;U^##W 2 4 1 I^S LT N - 1 e 

r t-rh^>'Xr;P.1^n/i.-2- (5* -^-T/- 
1' . 2' . 3' . 4' -f-h7tFo-l' ^7f' 

;i.) ^Vi^ymrz (mei%) . 

[007 1 ] ^ H-NMR (d'ppm in CDCI 
30 3) : 1.26.1. 41(9 H. sX2). 

I. 7-2. 1 (4H, m) , 2. 8-3. 5 (3 
H. m) , 4. 4-5. 1 ( 1 H. m) . 6.9- 
7. 5 (4H. m) 

mm2 6 

2-r-bf';i^r$y-2- (6' -xry-3' . 4' 
-xtKn-2' H-'<yytr7y-4' ->f;i/)^o 

>'KxXf';l.^##0j24i:|S|®tC«igtTN-t e r 

t-7'h^x;^yuji<:i;^-2- (6* -i^ry-3' . 

4' -yhKn-2' H-^yv'e^>'-4' -'f/U) 
40 /Ui/ySrti;^ (1R*5 5%) . 

[0072] ^ H-NMR («Jppm in DMSO 
-d6.) : 1. 2-1 . 4 (9H, m) , 1.9 
-2. 1 (2H, m) . 3. 1-3. 2 ( IH, 
m) . 4. 1-4. 4 (3H. m) . 6. 9 ( IH. 
d) , 7. 4 (IH, d) , 7. 6 (IH. dd) . 
7. 7 ( IH, d) , 1 2. 9 (IH. b r ) 

mm27 

(2RS. 4' RS) -N-tert-yh'^i^^fU^ 
^f\^-2- (6' . 4' -ybHD- 

50 2* H-'<yV'^:tb:7>'-4' —r^l-) ^'J xVXf- 



23 

;UXXT^l/2g ( 5 . 3mm o 1 ) i5^X/:?(^ y-J\/2 

4 m 1 (ommi,z7K}^mrF i mmtt b v ^M.^mti 

8ml ^JP^^?St-^¥U^. SJE6«^*?^t 1 N 

^S!8mi$-3pi.^ait/:!is^$-r)iLr (2rs, 

4' RS) -N-t e r t-yh^^>'X?;^iJ^-^^-2- 
(6• -i^ry-B* . 4* -i^'tHa-2' U-Ky 
Y^:^^yy-4' -^}V) ^Ui^^Srl. 83g (JR 
Equant. ) Wz. 

[0073] 1 H-NMR (^PPm in CDC I 

3 ) : 1.25 (9H. s) , 1. 86 (IH. 

t) , 2. 19 ( IH, dd) , 3. 0-3. 2 
(2H, m) , 3. 3 1 ( IH, dt ) , 4.08 
( IH. t) . 5. 10 ( IH, d) . 7.2(1 

H. m) . 7. 47 ( IH, d) , 7.66(1 

H. d) 

(2RS, 4' SK) -l^-t&rt-^V^iyfi)V^. 
:=^)V-2~ (6* , 4' -vbKn- 

/i^3LXr-jvi:mm2 7 tmmizmmix (2rs. 

4' SR) -N-te rt-rh^>';j5r;^4-Cx;U-2- 
(6' -i^ry-3' . 4' -i^'tHn-2' H-^y 
rf-;i-e7>'-4' ->f;V) ^Ui/y^rtls^c («*8 2 
%) . 

[0074] 1 H-NMR (^ppm in CDC 1 



3 ) : 1.38 (9H. s) 
r ) . 2. 36 ( IH, dd) 
m) . 3. 25 (IH. m) . 
t ) . 7. 42 ( IH. d) , 
s) . 7.66 (IH, dd) 



1. 7 ( IH, b 
3. 0 (2H. 
4. 25 (IH. 
7. 60 (IH. 



40 



##^29 

N-t e rt-7'h^>'X?/^;i<-;l/-2- (7* —>T 
y-l' . 2* . 3' . 4' -Th5tHn-l' — t 
y-l-fU) >'>'xf-;i.xxx;^^#^M2 7 
«^LTN-t e rt-7'^=^>';^;^^x;^-2- 
(7' -xry-r . 2* . 3' . 4' -f h^tn 
D-r --^yf-yu) ^Uxv^fl/:: (JR$9 2%) . 

[00 7 5] #t^j30 

(2RS. r RS) -N-t e rt-yh^S/^t^yl-rK 

x/U-2- (6* -2/ry-i' . 2' . 3* . 4' - 
T-b^tKD-1* — :/Ui^vx^;Ux;^T 
/^$:##j9ii2 7i:[5)^t3^iiiiL-C (2RS, 1' RS) 
-N-te r t-yh4r5/';<?;U*:x;^-2- (6' -i^ 

ry-r . 2' . 3* . 4' -^h^tKa-i' - 

i-y^}V) ^uyy^:nt: (IR^84%) . 
[0076] St;^: 180--182'C 

(2RS. 1' SR) -N-t e r t-7'h=3^>';^?;t':K* 
7cfg^#f1i (C2 3 H3 1 Na O3 

C% H% 



(13) ^BB¥9-1 57253 
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*x;l^-2- (6' -xry-1' . 2' . 3' , 4' - 
xh7hKa-l' -tyi-M /Ui^>'Xf-;Wx;^T 
;U^#*i?lJ27t|5|«(^*raLT (2RS, T SR) 
-N-t e r t-7'h^i^jj{?;^:J<x;P-2- ( 6' -i^ 
ry-1' . 2' . 3' . 4' -T-h^tKa-l' - 

i'yi-jv) ^Vi^y^nt: (tmeo%) . 

[0077] FAB-MS : 331 (M+1) 

##^j3 2 

(2RS. 1* RS) -N-tert-yh^>^:^)Ut^ 
10 x;^-2- (7* -xhn-l* . 2' , 3* , 4' - 
rh^tFD-1' -tyi-j]/) /U5/yx^;ux;^T 
;U$'##^J2 7i:[5]«(c3i5SLT (2RS, 1' RS) 
-N-te r t-:rhdfix;&/l..'Kx;>-2- (7' -x 
No-1' , 2* , 3' . 4' -TN7tFa-l' - 
-^7^;^) i/»Jxy$-#;^ (IR$9 1%) . 
[0078] 86^: 1 61-1 64*C 

(2RS, 1' SR) -N-te r t-yh^>':?5r7U^ 
x;>-2- (7' -xbn-r , 2' , 3' , 4' - 
20 f-h^t Ko-r --t^f^/P) i/Uxyxf-zUXXT^ 
;P^##glj2 7^lR)tt*C$/MtT (2RS. 1' SR) 
-N-tert-rh^yffJU^^ZL/V-2 - (7' -X 
hn-1' . 2' . 3' . 4' -T-h^tKn-l' - 

i-y^jv) ^Vi^yi^t: (tms9%) . 

[0 0 79] SS^: 17 6'-17 7-C(i*«?^) 

N-ter t-yh^>';<?/^;Kx;U-2- (7* -i^T 
y-1' . 2' , 3' . 4' -TfytKD-l' 
^f-ZV) :/'J vVS. 3g (lOmmo 1) , f^^Uv 
30 yiml (1 2mmo I) ioJ:l>'x;<f-;V;^;PAr^H 
2 0mlc?^S^?St3, 7K}^mT'Jy:^:=>fVVymT'JV 
2. 6inl ( 1 2mmo 1) t5J:lANyxy;Pr$y 
1. 7ml (12mmo 1 ) ^Ml^^T3^!Si. ^Sa 
-C-^^m^Uz, R*5?S^3 3%b;l/xy-i^^x^;l/ 
1 5 0ml SrSoi.. 1 0%:;'xySg7jcJ§«. IS^* 

V:^yMy^'^^'?hi/yy^-^nL, 2 5-3 3 
%i^S?xf-;l.-A.dr4t-ytmtt (2RS, 1' R 
S) iJitA (2RS. r SR) -1- [N-tert 

-7'h^>-:^;U!t^-;w-2- (7' -i-ry-1' , 

2' , 3' , 4' -rb^bFa-r -^7f-;U) 
yi/;^] tf'<U>^yS:2, 33g (50%) fcJ:t/0. 
52g (2 1%) f#J^. 

[0080] (2RS. r RS)(fr:Rf = 0. 63 
(5 0%l^i?x^;P-A.di^'t;-y) 
BIjS: 178-181X: 



0. 



25H2 OtbX) 
N% 



(14) 
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26 



68. 72 7. 
68. 67 7. 
iH-NMR(^PPm in CDC 1 a ) : 

1. 2-1. 9 ( 1 OH. m) , 1. 34 (9H, 
s) . 2. 7-2. 9 (2H. m) . 3. 1-3. 
7 (5H, m) , 4. 77 (IH, t ) . 5.45 
( IH. d) . 7. 1 6 (IH, d) , 7.40 

( IH, dd) . 7. 57 (IH. s ) 

(2RS. 1' SR)*f::Rf = 0. 71 (50%SK 

Ste: 188-1 89t: 

1 H-NMR (^ppm in CDC 1 a ) : 

0. 7 5 (IH. m) , 1. 2-1. 9 (9H. m) . 
I. 42 (9H. s) . 2. 65 ( IH. m) ; 

2. 8-3. 2 (4H. m) . 3.4-3.6(2 
H. m) . 4. 89 (IH, t) . 5.49(1 
H. d) . 7. 18 (IH. d) . 7. 40 (1 

H, s) , 7. 41 (IH. d) 

2-r-fef-;^r5/-2- (6' -i^ry-i' 

VDyiiyx'f-;V'$:##fiaj2 4i5J:t/Sltfe0!ll 
}LnWz^\^X (2RS. 1' RS) fcit; (2R 
S. 1' SR) -1- [N-te r t-rh=^i/;?5r;l^^ 

~;u-2-(6' -vry-1' -^vy:^)v) 

XH^^yVy^mi (JR*4 6%t5J:l/f2 5%) . 
[0081] (2RS. 1' RS)i*:Rf = 0. 31 
(3 3%S^®?Xf-;U-A,df1f>) 
fflUS: 180'-182'C 

1 H-NMR (5ppm in CDC I 3 ) : 

1. 3-1- 7 (6H, m) , 1.40 (9H, 

s) . 2. 05 ( IH, b r ) . 2. 3 ( IH, b 
r) , 2. 8-3. 1 (2H. m) . 3. 4-3. 
7 (5H. m) . 4. 78 ( IH. dd) . 5.3 

2 (IH. d) , 7.30 (IH. d) , 7. 48 
(IH, d) . 7. 54 (IH, s) 

(2RS. 1' SR)#::Rf = 0. 38 (33%B^» 

FAB-MS : 384 (M-hl) 

1 H-NMR (^ppm in CDC i 3 ) 

I. 09 (IH. br) . 1. 3-1. 7 (5H, 
m) . 1.39 (9H. s ) . 2. 1 5 (2H. 
m) , 2.9 (IH, br) , 3. 1 (2H, 
m) . 3.3 ( IH. m) , 3. 4-3. 7 (4 
H. m) . 4. 82 (IH. t) . 5. 39 (1 
H. d) . 7. 3 1 ( IH, d) , 7.47(1 
H. d) . 7. 51 (IH, s) 



10 



90 10.45 
85 1 0. 74 
*24fcJ:lX||itMltl^a(3*l®LT (2RS. 1* R 
S) -1- [N-t e r t-r^^>';!?^.-i^:I;^-2- 
(2' -i^ry-5' . 6' , 7' . 8* . -Th^t 
HD-9' H-'<VVi^^^n'\rT>'-9' 

\^^^)VV^%ft (JR^4 6%) 
mM.\ 189-1 93'C 
1 H-NMR (^ppm in CDCI3) 
1. 1-1. 8 (12H, m) . 1. 27 (9H. 
s ) , 2. 8-3. 1 (2H. m) . 3. 4-3. 
8 (5H. m) , 4. 93 (1 H, d) . 5.21 
(IH. t) , 7. 17 (IH, d) . 7. 40 
(IH. d) . 7. 49 (IH. s) 



2-r-fef';vr$y-2- (2' -xry-5' . 

6; , 7' . 8' , -Th7bHo-9' H-'O'Vi/ 



N-t e r t-7'h^>';&/P'*-;P'-2- (7' ~i^T 
/-I' . 2' . 3* . 4* -xh^bKn-1' 

J^gitT (2RS, 1 ' RS) (2RS, 1' S 

20 R) -4- [N-t e r \.-'lrY^i/t}\^if>^^)V-^~ 
(l' -i^TJ-V . 2' , 3' . 4' -Th7th' 
n-1' ^'Ji/^/H ^iX^it^'^yv^W::. (K 

$5l%iJj;t/l8%) 0 

[0082] (2RS, 1' RS) ft:: Rf = 0. 1 1 
(3 3%»B!X'f;U-A.d^try) 

^\ 1 57-1 59^: 

iH-NMR(^PPm in CDC 1 3 ) " : 
1. 35 (9H. s) . 1. 7-1. 9 (4H. m) . 
2. 7-3. 0 (2H, m). 3. 2-3- 8(9 
30 H. m) . 4. 7 1 (IH, t ) , 5.45(1 
H, d) . 7. 18 (IH, d) , 7. 42 (1 

H. d) . 7. 59 (IH. s) 

(2RS. V SR) ^: Rf = 0. 15 (3 3%»» 
xf-;v-^^tfy) 

162-163X: 
iH-NMR(^PPm in CDCI3) : 

I. 4,3 {9H, s) , 1. 7 (IH. br) , 1. 
9 (IH. br) , 2.1 (2H, br) , 2. 5 
(IH, br) . 2. 8-3. 7 (lOH, m) . 

40 4. 82 ( IH. t). 5.43(1H. d), 
7. 20 ( IH. d) , 7. 38 (IH, s) , 
7. 44 ( IH. dd) 
IStfiM5 

N-tert-rh=^>';{rn^:K-;P-2- (7* -v-T 
/-I' . 2' , 3' . 4' —fh^tKP-r -t* 
7^-/1^) ^Uv-yfcJit/i, 2, 3. 4. — f^7tH 
^>f y y U y S-HlftM 1 HfttcJl^ LT 2 - [ N - 
tert-7'h^i>;?5^;^i<-/^-2- (7' -i^T/- 
1' . 2' , 3' , 4' -irh^bKD-1' 
50 ;U) -1. 2. 3. 4. -Th^tKn>fy 



*3. 
d) 
d) 



10 



20 



(15) 
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^yUySr#;t (IR*8 2%) . 
[0083]M^: 184'-186*C 
lH-NMR(^PPm in CDC 1 3 ) 
1. 34 (9H, s) , 1. 6-1. 9 (4H, m) , 
2. 6-2. 9 (4H. m) . 3. 3 ( IH, b 
r) , 3. 6-4. 0 (2H. m) , 4.51, 
4.7 5 (2H. ddX2) . 4. 85, 4. 87 
(IH. tX2) , 5. 40, 5. 47 (IH. dx 
2) . 6. 9-7. 3 (5H. m) , 7.35, 
7.4 1 (IH, dX2) , 7. 59. 7.62 (1 

H, sX2) 

mme 

N-t er t-yh:^i/';{?;l';j<-;p~2- (5' -i^T 
/-I' , 2' . 3' . 4* -Th5tKn-r -t 
7^;P) i/Uxy^^^^iJlfclRl^tcXaSLTl- [N 
-te rt-7'h^x;&;l/;K-;i/-2- (5' -^-T/ 
-1* , 2* . 3* . 4* -Th7tHo-l* —f-y 

^yv;^] e^UyVi^H/:: (IR^quan 
t. ) , 

[0084] FAB-MS : 398 (M+1) 
1 H-NMR (5ppm in CDCI3) : 

I. 3-2. 1 ( lOH) , 1.34.1.4 1(9 
H, sX2) . 2. 8-3. 0 (IH. m) , 
3.0-3.2(lH, m), 3.2-3.4(2 

H, m) , 3. 5-3. 6 (2H, m) , 4. 
8-4. 9 (IH, m) . 5. 4-5. 5 ( IH. 

m) . 7. 1-7. 3 (2H. m) , 7. 3- 
7. 4 (IH, m) , 7. 5-7. 6 (IH, 
m) 

(2RS, 1' RS) -N- t e r t-yh^i/;^;U.i< 

-;^-2- (6* -vry-1' , 2' , 3* , 4' - 
•T^b^tKo-i' ^7f-;^) ^Ui^^S-HjffiMlfc 

H^tC^LT (2RS, 1' RS) -1- [N-te 

r t-7'^=^xXr;^';^~;^-2- (6' -v-r/- 

r , 2' . 3' , 4' -Th7tKn-r — f7f- 

^'Ji^/H e>^UxySrf#:^c (IR$8 6%) . 
[0085]H^: 157-158-0 
iH-NMR(5ppin in CDC 1 3 ) 

I. 2-1. 7 (6H, m) , 1.35 (9H, 
s) . 1. 7-2. 0 (4H, m) . 2. 7-2. 
9 (2H. m) , 3. 2-3. 4 (3H, m) , * 

7C»*«fffl (C2 2 H3 1 N3 O5 0. 

C% H% 
63. 02 7. 50 
62. 71 7 
i n CDC l3 ) 

1. 2-1 . 6 (5H. 
s ) , 1.6-1.9(2 



30 



40 



28 

5-3. 6 (2H. m) . 
. 5. 46 (IH. d) 
. 7. 4 1 ( 1 H. s) 
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4. 81 ( IH, d 
7. 38 (2H. 



(2RS. 1' SR) -N-t e rt-rh^i/;&;^;J? 

r.;^-2- (6* -i^ry-r , 2* , 3' . 4* - 

l«l«fcC35LSLT (2RS. 1' SR)-l-[N-te 
rt-7'h^i/:)&;U!K-;i/-2- (6* -x/TJ- 
1' . 2' . 3' , 4' -Th^bKD-1' -^yf- 

)v) tr^ys^y^^/c (iR^7 8%) . 

[0086114^,: 181-183*C 
iH-NMR(^PPin in CDCI3) : 
0. 85 (IH. br) . 1. 3-2. 1 (9H. 
m) . 1.41 (9H. s) . 2. 6 (IH, 

3. 0-3. 
3. 55 
5. 42 
7. 34 



m) 



2. 7-2. 9 (2H. m) 



3. 3 (IH, 
4. 94 (IH, 
7. 21 (IH, 
7. 38 (IH. 



m) 
t) 
d) 
s) 



2 (2H, m) 
( IH, m) , 
(IH, d) , 
( IH. d) , 

N-t e r t-:/h^i^X?n^;J<-;P-2- (7' --h 
D-l' . 2' , 3' , 4* -xh7bKD-r --f 
y^}^) /yx>'&*ifi0^1i:|5I«tC«lSfC (2R 
S, 1' RS) *3J:?/ (2RS, 1' SR) -1- [N 
-t e r t-:rh:^x>>/P;K-/l.-2- (7' --hn 
-1' . 2' , 3' , 4' -Th7tKo-l' ^7 

25%) . 

[0087] (2RS, 1 • RS) Rf =0. 19 
(2 5%»Kx•f;^-'^^t^>') 

iH-NMR(^PPin in CDC 1 3 ) 
1. 27 (9H, s) , 1. 4-2. 0 (lOH, 
m) , 2. 7-3. 0 (2H, m) . 3. 4-3. 
7 (7H, m) . 4. 81 (IH, t) , 5. 46 
(IH. d) , 7- 22 (IH. d) . 7. 97 
(IH. dd) . 8. 12 (IH, s) 
(2RS, 1* SR) Rf = 0. 2 6 ( 2 5%»B! 
x^;V-'\:^if>') 

162-164X: 



1 H-NMR (5ppm 
0- 82 (IH. br) . 
m) , 1.4 1 (9H. 
H, m) , 2. 0-2. 



IH2 OtLT) 
N% 
10.02 
58 10. 33 
^2. 7 (IH, m) , 2. 8-3 
3. 1-3. 2 (2H, m) . 3. 
H, m) , 3. 6 (IH, br) , 



2(2H, m), 2. 6-$SS50 H. t), 5.45(1H. d) 



0 (2H 

3-3 
4 
7 



m) . 
4 (1 
93(1 
23 (1 



(16) 



-157253 



29 

98 (IH. 



30 



dd) . 7. 99 (1 



H, d) , 
H, s) 

mmio 

4' ^vi^y^msf^mitmizmtx (2 

RS. 4'RS) -1- [N-t e r t-yb#x;5?/P 
jr^r.;U-2- (6' ~xr/-3' , 4' -i^'tHn- 

2' H-^yytf7:/-4' \:^') 

i^'ySr^J^c (iR$15%) , 10 
[0088] APC I -MS : 400 (M+1) 
iH-NMR(5ppm in DMSO-de ) : 
1. 06 (IH, s) . 1. 24 (9H. s) , 
1. 4-1. 7 (6H. m) , 1 . 9-2. 1 
(IH. m) , 2. 25 (IH, br) , 3". 
0-3. 2 (3H, m) . 3.56 (2H, b 
r) , 3. 84 (IH. dd) , 4.28(1 
H, dd) , 4. 88 (IH, b r) , 6.9 
8 ( IH, d) , 7. 64 ( IH, dd) , 8. 
1 1 (IH. d) . 8. 66 (3H. b r) 20 

(2RS, 4' RS) -N-tert-yh^>':j^;U3fr 
^;U-2-(6' -i^ry-3' , 4' -vbKn- 

2' H'-^yyf-:tt'^y-4' y^)i/yhi. 

TX4 - 1 \^u^i/Kyi;)VT 5 >^%mm 1 1 iPiatwffl 

mVX (2RS. 4' RS) -N« - t e r t-yh^* 

Ttm^rtmrn (C2 4 H2 7 N3 04 S 



* v;;{^;l')K:i;U-2- (6' -xTy-3' . 4' -S^'h 
Kd-2' H-^>y^:tf^>'-4' ->f;l/) -N- 
(4-tKD=^fi^'<>'i^/^) i^'Uxvr^ FS:II;^<: (JR 
^76%) , 

C00891St;S: 2 1 8-^2 1 9'C 
1 H-NMR (^ppm in CDCI3) : 
1. 24 (9H, s) . 1. 75 (IH. t) 
2. 92 (IH. d) 

3. 42 ( IH, dt ) 

4. 2 (2H. m) . 
06 (2H. d) . 
21 (IH, d) , 

7. 64 (1 H, s) 
9. 28 (IH. s) 



dd) 
d) , 
t) . 



7. 
7. 



1 . 
3. 
4. 
69 
1 6 



7.4 5 
8. 68 



96 (IH, 
10 (IH, 
10 ( IH. 
(2H. d) , 
(IH, d) , 
(IH, dd) 
(IH. t) , 

(2RS, 4' SR) -N-tert-7'h^i/;<?;^;fC 
-;V-2- (6* -v-ry-S' . 4' -xbKn- 

2' H-<yy^^e^y-4* --Yyi^) ^u>'>'i5j: 

fiLT(2RS, 4' SR)-N«-tert-yh^ 
i^t)Vt^^}\/-2- (6' -S/ry-3' . 4* -xt 

Ko-2' H-'<>'y'f-5rtr7>'-4' — ^;^) -n- 

*83%) • 

[0090] ilj^C: 204-206-C 



C% 
62. 93 
mm 63. 18 
iH-NMR(^PPm in CDC 1 3 ) : 
1. 37 (9H. s) . 1. 70 (IH. t) . 2 
29 ( IH. br ) . 3. 0-3. 2 (2H. m) 
3. 25 ( IH, br) . 4. 0 (2H, m) , 



H% 
6. 05 
5. 



6. 64 (2H. d) , 
7. 16 (IH, d) 

7. 32 (IH. s) , 

8. 22 (IH. t) , 



40 



4. 33 ( IH. t) 

6.85 (2H, d) 

7. 26 ( IH. d) 

7. 48 ( IH. d) 

9. 23 ( IH. s) 

mmi3 

(2RS, 1' RS) -1- [N-te rt-^V^i/ 
;^?;l'.K::.;P-2- (7' -^TJ-l' . 2' . 3' , 
4' -rh^tKD-i* -i-y^-)],) ^^Ji^jv'^ 
Ux>l. 39g(3. 5mmo 1 ) tC4N«gi|-i/'5r 

1 0 m 1 ^]aDi.M?sT' 1 m^mn Ltt. Kmm(7) 

[009 1)±T?§)tafe»*. N-(2-t7f*y^X 
;U7f.:z;W) ^^)i^yi. 1 1 g (4. 2mmo 1 ) i^J: 
^i;:i^^)Vit^}VJ^r^ K 1 Om 1 cofiaiic. *?$SfPT3S^50 



25H2 OtLX) 
N% S% 
9.17 7. 00 
97 8, 79 6. 56 
J3^>^7x:::;l'y>'ST>^K0. 91ml (4. 2mmo 
1 ) iJj:tAhUXU;Ur$yi . 2ml (8. 4mmo 

1 ) m 1 ^rmtymTs^^, miX-WmLt:. R 

m,\iZmiJL^)V-7^ (1:1) (r>im\ O Om l s-sd 

(2RS. r RS) -1- [2- (7' -i/T/- 
r . 2' , 3* . 4' -rb^tHD-l' -t7f- 
/p) -N- [N- (2-^7f-;i^:^;i^;^::^;V') iJ^Ux 
;H^y2^;H lf-Hi;j^>'S:l. 42g(74%)1t 

[0092] It^: 261-263\: 
iH-NMR(^PPm in DMSO-de) : 
1. 2 (2H. br) , 1.4 (3H. br) , 

1. 5 (IH. br) , 1.65 (4H, br) , 

2. 6-2. 9 (2H. m) , 3.1 (2H. b 
r) . 3. 2-3. 4 (IH. m) . 3. 4-3. 
6 (2H. m) . 4. 03 (2H. s) , 4. 81 
(IH. t ) , 7. 21 (IH, d) , 7. 47 
(IH. dd) , 7. 55 (IH. s) . 7.7 
(2H. m) . 7. 76 (IH. dd) , 8. 05 



(17) 
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3 1 

8. 12 ( IH, d) 
8. 40 ( IH, d) 



(3H. m) , 8. 12 ( IH, d) , 8. 3 9 
(IH. s) 

(2RS, r SR) -1- [N-t e r t-yh^fi^ 
;^/H(-;^-2- (7* -i^-TZ-r . 2' . 3' . 

•Ji^'y^HjMSfi^Jl 3^|s)«tc5!iSLT (2RS, 1' S 
R) -1- [2 - (7' . 2' . 3' , 

4' -f-N^tKD-l' --^h^^yU) -N- [N- 

(2-'^7f^;l/X;L^;itrL;» ^Ui/;!/] t'^ 10 

Ui->i^f^?t (W8 1%) , 

[0 0 9 3] H^.: 2 0 7-2 1 2-0 
1 H-NMR (5ppm in DMSO-de ) : 

0. 4 (IH, br) . 1.2 (2H, br) , 
1. 4 (5H. br) . 1. 7 (2H. br) , * 

7c;«^*ffi (C2 9 H3 0 N4 04 S 



H% 
5. 74 
5. 62 
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C% 
65. 09 
65. 14 

1 H-NMR (5ppm in DMSO-de) : 

1. 3 (2H, br) , 1. 4 (2H. br) . 
1. 5 (2H. m) , 1.75 (IH. m) . 2. 

1 (IH, m) , 2. 8 ( IH. m) . 2.9(1 
H. m) . 3. 2-3. 6 (7H, m) , 4.77 

(IH, t) , 7. 38 (IH, d) , 7. 5- 
7. 8 (4H, m) . 7. 79 ( IH, d) , 8. 
03 ( IH. d) , 8. 08 (2H. d) . 8.1 

2 (IH. d) . 8. 28 (IH, d) . 8. 40 
(IH. s) 

(2RS,l*SR)-l-[N-te rt-'fV^i^ 
;&/|..i<-y^-2- (6* -xTZ-l' -^>y:i.)V) 

(2RS. r sR)-i-[2-(6' -i^ry- 
V ~Ayy=i}V) -N- [N- (2— f7^;i/x;l/;^ 
-;i/) ^y^-;!/] 1^)1^1 e'^Ui^'yS'^sy:: (iR*9 

2%) , 

C00951 FAB-MS : 531 (M+1) 
iH-NMR(^PPm in DMSO-de) : 

7C;«^«ffi(C3i H34N4O4 S 
C% H% 
66.11 6.17 
65. 94 6. 02 
5H-NMR(^PPm in DMSO-de) 

1. 2-1. 7 (12H. m) . 2. 7-3. 1 
(3H.in). 3. 2-3. 6(6H.in). 5. 3 

3 (IH. t) . 7.19 (IH, d) . 7. 40 
(IH. s) . 7. 44 (IH, d) , 7. 7 (3 

H, m) . 7. 91 (IH, t) , 8. 03 (IH. 
d) , 8. 07 (IH, d) , 8. 1 1 (IH. 
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*2. 6-3. 2 (6H. m) . 3. 5-3. 6 (3 

H, m) , 4. 99 (IH. t) . 7.26(1 

H. d) , 7. 33 (IH. s) . 7. 55 (1 

H, dd) , 7. 7 (2H, m) . 7.82(1 

H, dd) . 8. 1 (4H. m) . 8.20(1 
H, d) , 8. 42.(1H, s) 

mmmi s 

(2RS, 1' RS) -1- [N~ t e rt-rh^i^ 

:^)i'7i(^)v-2- (6' -yry-i' -> f>^-;i/) 

(2RS, 1' RS) -1- [2- (6' -i^ry- 
1' --^yy:^.)}^) -N- [N- (2-:^7-f;^^;l/:f^ 
-;l.) y^yi/iV] ^Ui^/l-] tr^Ui^V^-^/^ (iR^9 
3%) . 
[0094] 

0. 2 5H2 OfcLT) 

N% S% 
1 0.47 5.99 
10.41 6.12 
0. 88 (IH. br) . 1. 2-1. 6 (4H. 
m) , 1. 75 (IH. m) . 1. 9 (IH, 
m) . 2. 6-2. 9 (2H. m) . 3. 0-3. 
6 (6H, m) , 4. 84 ( IH. t) , 7.37 
(IH, d) . 7. 45 (IH, s) . 7. 58 (1 
H, d) , 7.65 (2H, d) , 7.81(1 
H. d) . 8. 0-8. 2 (4H. m) . 8. 29 
(IH. d) . 8. 40 (IH. s) 

(2RS. 1' RS) -1- [N-t e r t-T'h^v' 
ij}Vifs-)\.-2 - (2' -xr/-5' . 6' , 7' . 

8* . -rh'^tHn-g' w-^yvy^n^r^y 

-9' ^Ux/^] tTA^Ui^VSrMtefi^Jl 3tl«] 

«tc35^LT (2RS. r RS) -1- [2 - (2' 
-yrJ-5' . 6' . 7' . 8' . -f h^tKD- 
9' H-<yy>'^n>\rry-9' -A))/) -N- 
[N- (2— f7f-;^x;l^.-;l^) T'Uv'^H ^'Ji/- 
yu] e><y v>S:^?l> (IR$8 6%) , 
[0 0 96] 2 4 2~2 4 6*C 



8. 34 ( IH. s) 



25H2 OhLT) 
N% S% 
9. 95 5. 69 
9. 75 6. 02 
★ d) . 8. 16 (IH. d) . 
lltt^J18 

(2RS. r RS) -1- [N-te rt-7'h=^>' 

fj)\^if.zi.}v-2- (1' -yrj-v . 2' . 3' , 
4' -rh^bKD-r -t7f-/V) /v^-yu] 
')'jy^^jf\\-yyy}vy')yy^mm\3tmi 
ifcso tea^tr (2RS, r RS) -1- [2 - (7' - 



(18) 
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l/TJ-V . 2' , 3' , 4' -rh^th'n-l' 

;u] e^^yyy^fiTt (ir*8 2%) . 

[0097] FAB-MS : 588 (M+1) 
iH-NMR(^PPm in DMSO-de ) : 
1. 1-1. 7 (lOH, m) . 2. 6-2. 9 
(2H. m) . 2. 86 (6H, s) . 3. 1 
(IH. m) . 3. 2-3. 6 (6H. 
4. 83 (IH, t) . 7. 23 (IH 
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* { IH. d) 
^^J19 

{2RS, 1* RS) -1- [N-tert-:/h^fS^ 

;^;l^?!f::i;l/~2- (7' ~\/TJ-V , 2' , 3* , 
4' -xh7tHa-r -^y^ll') ^Ui^fUl tT'^ 

>i:mmii3t^mi,z^Lx (2rs. r rs) 

m) , -1- [N- (N-t e r t-yh^i^;{?;l-.1^->>i/^>J 

d v-zi/) -2- (7' -i^ry-r . 2' , 3* . 4' 

d), 7. 5-7. 6 (4H, m). 8- 08(1 10 -xb^t Hn- 1 ' -:h7f'/^) i/U i^/l/] t'^U v 
H. dd). 8. 18(1H, t), 8.24 y^nt: m^l 6%) , 

(IH, d), 8. 38(1H, d), 8.44* [ 0 0 9 8 ] i^, : 2 0 3-2 0 6'C 

0. 75H2 OtLX) 
H% N% 
7.64 11.97 
7.36 11.93 

^ 1. 3-1. 8 (1 OH, m) , 2.7-2.9 
(2H, m) , 3. 2 (IH, m) , 3. 4-3. 
5 (5H, m) , 3. 83 (IH, dd) , 4. 9 
3 (IH. t ) . 5. 00 (IH, s) . 7. 2- 
7. 3 (1 IH. m) , 7. 51 (IH. dd) . 

8. 33 (IH. t) , 



3. 

br) 
d) . 
s) 



7Cfg^|frM(C2 5H3 4N4 04 
C% 
64. 14 
64. 02 
CDC l3 ) : 

1. 45 (9H, 
m) , 3. 2-3 
8 (4H, m) . 
17 ( IH, t) . 



5-3. 
. 5. 



20 



7. 40 (IH, dd) 
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mm 

1 H-NMR (5ppm i n 
1. 2-2. 0 ( lOH, m) , 
s) , 2. 7-2. 9 (2H, 
4 (3H. m) . 
. 5. 06 (IH, 
7.16 (IH. 
7.69 (IH. 

(2RS, r RS) -1- [N- (N-tert-r 

h^i^:^}i'7i(njv^)ji^jv) -2- (7' -i^ry- 

1' . 2' . 3* . 4' -TN7tKa-l' —^7^ 

mistmuizmmLx (2rs, r rs)-i- 

[2- (7' -i^ry-l' , 2' . 3' . 4' -Th 
ytVn-l' -i-y^jV) -N- ( N->^7x::^/^T 

4%) • 

[0099] Si^ : 220-224*0 
1 H-NMR (5ppm in DMSO-de ) :^ 
7C:«^W«I(C2 9H3 1 N5O3 

c% 

66. 39 
66. 39 

1 H-NMR (5ppm in DMSO-de ) 

1. 3-1. 8 (lOH. m) , 2. 7-2. 9 
(2H, m) , 3. 26 ( IH, d) . 3.4- 

3. 6 (5H, m) . 3. 98 (IH. dd) . 

4. 97 ( IH. t) . 7. 0-7. 2 (3H, 
m) . 7. 42 ( IH. d) . 7. 50 ( IH. 
d) . 7. 70 ( IH. s ) . 8. 0 (2H. 
m) . 8. 09 (IH. d) . 8. 40 (IH. 
d) . 1 1. 52 (IH. br) 

mm22 

(2RS. r RS) -4- [N-t e rt-yh^fy*50 



7. 64 (IH. s) 

8. 56 ( IH. d) 

^iSffii2i 

(2RS, 1' RS) -1- [N- (N-t ert-7: 

h^>':^)vn(r.fi.yv>'M - 2- (7' -xry- 

r . 2' . 3' , 4' -xb^tKD-l' — 

yi^) ^Vy'fUl t'^^y i^yt>J;tx-f yh'-;P-3-x?;w 

ii<yl?^IIISWl3h|5l^(^5MLT (2RS, r R 
s) -1- [2 - (7* -i^ry-i' . 2' , 3* . 

4' -T^7hHa- 1 ' -i-y^iV) -N- [N- 

:?^yi^;H tr^yi^^'i&tf:^ (IR^88%) . 
[OlOOlltjS: 136-139-C 



1. 5H20fcLT) 

H% N% 
6.53 13.35 
6.25 12.92 

: 40**;l^;i^-;l'-2- (7' -i^T^-l' , 2' , 3' . 
4' -rh^tHD-r -:h7f-;l') :/y^;H^;U 
;^yy^^tefi?iJl 3i:R^^w3y^LT (2RS, 1' R 
S) -4- [2- (7' -i^ry-l' , 2' . 3' . 
4' -f-h^tKn-l' -i-y^jU) -N- [N- 

( 2— ^7f-;^;2.;^:^^-/^) i^^y ^y i^/u] 
^^yy^r^f^ (JR^9 1%) . 
[0 10 11 aw : 2 6 5-2 7 0-0 (^^) 
iH-NMR(5ppm in DMSO-de) 

1.65 (4H, m) . 2. 6-2. 9 (2H, 
m) . 3. 1-3. 6 (IIH. m) . 4. 80 



t) 

d) 



7. 
8. 
8. 
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7. 2 1 (IH, d) 
7. 59 ( IH. s) 
77 (IH, dd) , 
1 0 (2H, dd) , 
44 (IH, d) 



7. 47 
7. 7 (2 
8. 0 (2 
8. 40 (1 



(IH. 
(IH. 
H, m) 
H, m) 
H. s) 

mm23 

2- [N-te r t-rh^>'f!)U:i(=^}U-2- (7' 
-i^yy-l' . 2' , 3' . 4' -Th^bHQ- 
1' -'^7f•;^) ^^'J^-yV] -l. 2, 3, 4. -rh 
7 b D>f y ^ y >J y ^Uteflaj 1 3 ^ |si«(;:«ifl LT 2 
- [2 - (7' -vry-1 ' , 2' . 3' , 4' 

h^t KD-1' — t-7f-;l/) -N- [N- (2-^7 

^/p;?.;^;^-;^) v-yl^] - 1 . 2 . 3 . 

4. -f-h7t KO'<y^y»JV=&!|;t (iR^80 

I0102]au5: 241-245r 
1 H-NMR (5ppm in DMSO-de ) 

1. 5-1. 8 (4H, m) , 2. 6-2, 9 (4 
H, m) . 3. 1-3. 2 (IH, m) , 3. 4- 
3. 8 (3H, m) . 4.51.4.59 (2H. d 
dX2) , 4. 92. 4. 96 (IH. tX2) . 

6. 9-7. 2 (5H. m) , . 7. 44. 7. 48 
( IH. dX2) . 7. 6-7. 8 (4H, m) . 

7. 9-8. 2 (4H, m) , 8. 3-8. 5 (2 
H. m) 
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*»Jxy^#fc (me 9%) . 

[0104]i6^: 215-'220X: 
iH-NMR(i^PPm in DMSO-de ) : 
1. 2 (2H. br) , 1.4 (3H. br j , 

1. 5 (IH, br) . 1.65 (4H, br) . 

2. 6-2. 8 (2H, m) , 3. 0-3. 4 (5 
H. m) . 3. 4-3. 6 (2H. m) . 4.82 
(IH. t ) . 7. 30 (IH, d) . 7. 40 (1 
H, d) . 7. 49 (IH. s) , 7.7 (2H. 

10 m) . 7. 77 (IH. d d) . 7. 99 (IH. 
t) , 8. 03 (IH, d) . 8. 08 (IH, 
d) , 8. 1 3 ( 1 H, d) , 8. 38 ( IH. 
s) . 8. 45 (IH. d) 

mmm26 

(2RS. 1' SR) -1 - [N-t e r t-T'h^^i^ 

:^)\,yf(-)i,-2'- is' -xry-r , 2' , 3' , 
4' -Tb7bHn-i' -i-y^/v) 

R) -1- [2- (6' -i^ry-i' , 2* . 3' . 

20 4' -Th5bHn-r — -N- [N- 
(2— ^Ui^fVl ^Uv'/H 
Vi^y^ntz (IR$6 9%) . 
C0105]1W[: 244'-247X: 
iH-NMR(^PPm in DMSO-de) 
0. 55 (IH, br) , 1. 1-1. 6 (7H, 



m) . 
H, m) 
H, m) 
m) . 



1- [N-te r t-yh4f>';<r;l'.1^-;P-2- (5' 
-i^ry-1' . 2' . 3' , 4* -xh^bKD- 

r -tyf-JV) ^Vl^fV] bA^iji/y^rllffefiRJl 3t 

^mic^Lxi- [2 - ( 5' -v-ry-i' . 30 

2' , 3' , 4' -rh7bh'n-l' -i-yi-fl) - 
N- [N- (2— ^7f-;^X;U;^-;l/) 

x;^] tf^yi^^^-tf/:: (1R*7 6%) . 

[0103]FAB~MS : 54 5 (M-hl) 
iH-NMR(^PPni in DMSO-de) : 

0. 5-1. 8 (lOH) , 2. 7-3. 6 (9 
H) . 4. 81. 4. 91 (IH. t) . 7. 1- 
8. 5 (12H) 

mm25 

(2RS. r RS)-1- [N-t e rt-^h^i/ 40 
:^j\,if.-}i^-2- (6' -S/ry-l* , 2' . 3' . 
4' -rh7bKD-i' -^7f*;u) :/Uv';u] tr^ 

ui^v^-sae^ji 3i:R«(c«iaL-c (2RS, r r 

S) -1- [2 - (6* -i/'Ty-l* , 2* , 3' . 
4' -T-h^bKo-l' -•:h7^/U) -N- [N- 

7C«^«fii (C2 9 Kg 2 N4 06 SfcLT) 
C% H% 
6 1.69 5.71 
6 1. 60 5. 72 



1. 7 (2H. m) . 2 
, 2.95 (IH, m) 
. 3. 2 (IH. m) . 
55 (2H. d) . 
13 ( 1 H, 
54 ( 1 H, 
82 (IH. 
1 0 (IH. 
20 (IH. 



d) , 
s) . 
dd) 
d) . 
d) . 



. 6-2. 8 (3 
, 3.05(1 
3. 4 (IH. 
4. 99 ( IH, 
7. 48 ( IH, 

7. 7 ( 2H. 
8.0 5 (2H. 

8. 14 ( IH. 
8. 4 1 (IH. 



t) 
d) 
m) 
t) 
d) 
s) 

^tt^j2 7 

(2RS. l'RS)-l-[N-te r t-7'h^5/ 
/;f\,:i(zi)V-2'- (7' -:ihD-r . 2* , 3' . 
4' -rh^bHD-r -:^7^/l') ^/H t'^ 

V 'jy^mmi 3 tmi^mix (2RS. r r 

S) -1- [N- [N- (2-'t7f-;^x;P?f.-;U) ^ 
Ui^;P] ~2- (7' -dha- r ,2^.3'. 
4' -rh7bFa-l' -t-7^;l/) ^Ui^/P] t'^ 
(IR$8 2%) . 

[01061 



9. 92 
9. 90 



S% 
5. 68 
5. 63 



1 H-NMR (^ppm 
1. 2 (2H. br) , 

1. 5 <1H, br) . 

2. 7 5 ( IH, m) , 
3.05 (IH, m) . 
m) , 3.55 (2H. 
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i n DMS0-d6 ) : 

1. 4 (3H. br) , 
1.65 (4H, br) , 
2. 85 (IH, m) , 
4 (4H. 
82 (IH, 
6-7. 7 (3 
8. 05(3 
8.32(1 



3. 1-3. 
m) . 4. 
28 ( IH. d) , 7. 

7. 90 (2H. dd) . 
8.10 (IH, d) . 

8. 54 (IH. d) 



d) , 7. 
H. m) . 
H, m) , 

H. s ) , 

(2RS, 1' SR) -1- [N-t e rt-yh^i/ 
yif;U7t(-jV-2- (7' -nhn-r , 2' . 3' , 
4' -Th^th'n-l' -i^y^M 

v'jy^mm\i3tmmi^zimLx i2Rs, r s 

R) -1- [N- [N- (2-:^7f-;Ux;U;^-;u) ^ 
Ux/I^] -2- (7' --hn-1' . 2' , 3' , 
4' -rN^tKn-l' ^»J£/;l/] t'^ 

'jyy^rlf/:: (W9 3%) . 
[0107]^: 241--243^ 
1 H-NMR (^PPm in DMSO-de ) : 
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*:^fl'^^n)],-2- (6' -xry-3' . 4* -i^'bK 
a-2' H-^yytr^y-4' ->f;w) e 
'<Ui->i&llifieajl3i;^«*i:itftaLT(2RS. 4' 
RS) -1- [2- (6' -i/ry-3' , 4* -i^'t 

Ho-2' H-^>'ytr7>'-4' — -n- [n 

- (2-^:7f-;UX;>*-/l/) ^^Ui/yV'] ^Ui^^U] t: 
'^Ui^'y^ll^^c (IK$5 5%) • 
[0108] FAB-MS : 547 (M+l) 
^ H-NMR (ffppm in DMSO-de ) 
10 1. 1-1. 2 (2H, m) , 1. 3-1. 5 
(4H. m) , 1. 72 (IH, dd) .1.9 
-2. 0 ( IH, m) , 3.1-3.2 (2H. 
m) . 3. 2-3. 4 (3H, m) , 3. 4- 
3. 5 (IH. m) , 3. 59 (IH. dd) , 

4. 08 (IH. t) . 4. 27 (IH. 
d) . 4. 86 ( IH. t) , 6. 85 ( IH. 

d) . 7. 48 (IH. dd) .7.56(1 
H, d) . 7. 6-7. 7 (2H, m ) , 7. 
77 ( IH. dd) , 8. 0-8. 1 (3H, 
20 m) . 8. 1 2 ( 1 H. d) . 8. 40 ( IH. 
50(1H. d) 



0. 4 (IH. br) 
1.15 (IH, br) 

1. 5 (2H. m) . 1.7 (2H, br) , 2. 
7-2. 9 (4H, m) 

3. 4 5 (IH. m) , 

4. 96 ( IH. t) , 
7.65 (2H. m) . 
7. 82 ( IH, dd) 

8. 0-8. 1 (4H. m) , 8. 26 (IH. 30 
d) . 8. 42 (IH, 

mm29 

(2RS. 4* RS)-1- [N-te rt-:fh^>'* 

7n*ih*ffi (C3 1 H2 8 N4 05 S2 



1. 0 (IH. br) 

1. 3 (3H, br) 
. 7 (2H, br ) , 

3. 1 (2H. m) . 
3. 58 (2H, d) . 
7. 35 (IH. d) . 
7. 80 (IH. d) , 

7. 98 ( IH. dd) 
m) , 8. 26 (IH. 
s) 



s) , 8. 

mmms o 

( 2RS, 4' RS) -N« - t e r t h^v;^?;^ 

ji<-;i^-2~ (6' -i^ry-s' . 4' ->-'tHo- 

2' U-^y^/i-it^'^y-A' -N- (4- 

t kp^v-'O'x/u) ^^)i^yr^Y^Wim\3tn 

mz^LX (2RS, 4' RS) -2- (6' ->'T 

y-3' . 4' -i/tKn-2' H-^yy^>re^y 

-4' — f;!^) -N- (4-hKD^rx<yv>) -N 
«* - [N- (2— i-7^;^x;^7^:::;^) 
i/yr$ (iR^6 7%) . 

[0 109] MjiS: 262— 265X: 



1. 



1 H-NMR (5ppm in 
.1. 73 ( IH. t) . 

2. 87 ( IH, d) . 

3. 28 ( IH. dd) . 
3. 50 ( IH. dd) 

4. 20 ( IH, dd) 
6.69 (2H. d) . 
7. 18 ( IH. d) . 
51 (IH. s) . 

7. 98 ( IH. 

8. 1 1 (IH. 

8. 39 (IH, 

9. 28 (IH, 



d) , 
t) . 
d) . 
d) . 
H. m) 
H. t) 
H. d) 
H. t) 



7. 



C% 
61. 07 
61. 31 A 
DMSO-d6 ) 
95 ( IH, m) . 
3. 09 (IH. d) , 

3.40 ( IH. dd) , 
. 4. 07 (IH. d 

4. 44 (IH, 
7. 02 (2H. 
7. 40 ( IH. 
7. 6-7. 8 (3 
8. 03(2 
8.26(1 
8. 81 ( 1 



t) 
d) 
s) 
s) 



0. 5H2 OfcLT) 
H% N% S% 

4. 79 9. 19 10. 52 
4. 64 8. 98 10. 24 

^^M3 1 

(2RS, 4' SR) -N« - t e r t-yhdr>';ir;W 
40 ;}f-;l/-2- (6* -1^7^-3' . 4' -i^'hh'o- 
2' H-'<yy'f-:tt^9V-4' -N- (4- 

t KD:^r>'^>'i^» ^Ui^yr^K^-nis^ji 3t|6i 

mzimLX (2RS, 4' SR) -2- (6* -i^T 
y-3' . 4' ->^tHn-2' H-^yy-f-Jtev^- 
-4' — ^;U) -N- {4-t Hn^i^^yi^VU) -N 

« - [N- (2— ^7^/^;J^/^;^-;^) ^Ui^/u] i/u 

i^yr^ F*i§i^ (iR*7 2%) . 
[0110]FAB-MS : 601 (M+1) 
1 H-NMR (^ppm in DMSO-de) 
5S50 1. 51 (IH. t) . 2. 05 (IH. m) . 



(21) 
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2. 69 (IH. d) , 

3. 13 (IH. d) , 
3. 93 ( IH, dd) 

4. 52 ( IH, t) 
6.75 (2H. d) . 
7.45 (IH, d) , 
83 (IH, d) 
9 (2H. d) . 
(IH, d) . 8. 
(IH. s) , 9. 

mm32 



39 

3. 03 (IH. dt) . 

3. 57 (2H. dd) . 
3. 99 (IH, dd) . 
6.62 (2H, d) , 
7. 22 ( 1 H. d) , 
7. 7 (3H, m) , 7. 
8. 03 (IH. d) , 8.0 
8. 14 ( IH, d) , 8. 20 



40 



33 (IH. t) , 
25 ( IH. br ) 



8. 4 1 



10 



* (2RS, 4' RS) -N«-te rt-yV^l/f3)V 
5j?:i;l/-2- (6' -i^ry-3' , 4' -i^th'o- 
2* H-<yy^:tl^^>'-4' -N- (4- 

fm^mm\3tnWizm:Lx (2rs. 4* r 

S) -2- (6* , 4' -i;'hHn- 

2' H-^>Vf';te^y-4' --^/l/) -N« ->^7 
i-;l/7-fc:-r;P-N- (4 - 1 Ha^x^yi/» 
i^yr^KSrtl^ (IR$7 5%) • 
[OllllBbS: 261-265'C 



1 H-NMR (^ppm 
1. 75 (IH, t) , 

2. 94 ( IH, d) , 

3. 46 (IH, dt) , 

4. 25 (IH, dd) 

5. 04 (IH, s) . 
6.89 (2H. d) . 

1-7 
, 7 



7C«^*fffl (Cs 3 H2 9 N3 03 S 0. 

C% H% 
71.20 5.43 
7 1. 26 5. 33 
in DMS0-d6) : ^7. 

2. 0 (IH, m) , s) 
3. 22 (IH, d) , 

4. 07 (IH, dd) . 
. 4. 56 (IH, t) , 20 

6. 64 (2H, d) . 
6.95 (2H. d) , 
3 ( 9H. m) , 7. 3 9 ( IH, d 
66 (IH. s) . 8. 83 (IH, 
92 (IH. t) , 9. 26 (IH, 



5H2 OhLX) 
N% 
7. 55 
7. 41 



S% 
5. 76 
5. 52 



2-7 
. 7 
8 



4 ( 1 IH. 
47 (IH. 
74 (IH, 



m) 
d) 
d) 



35 (IH, 
39 (IH. 
25 (IH, b 



30 



7 

d) , 

d) , 8. 

s) 

^^3 3 

(2RS, 4* SR) -N« - tert-VV^i^fi)V 
^^:=i)V-2- (6' ->-7y-3' . 4' -xhHn- 

2' H-^yy'f';i-tr7y-4' -^;^) -n- (4- 
hKD^i/<yy;P) r/Uv-yrS Hi3i:t/i/'7x:^/U 
»K^^fl?iJ13i:|liatC5E!lSLT (2RS. 4' S 
R) -2- (6' -i^ry-3' , 4* -i^'tHn- 

2' H-^yyf-prtr^y-4' ->f;^) -n« ->''7 

x-;U'7-fe^yP'-N- (4-t HP^i/'<y>'» 
i^y75K^#7t (IR$7 5%) • 
[01 12)M: 25 1-255-0 
iH-NMR(5ppm in DMSO-de) : 
I. 66 (IH, t) , 2. 1 (IH, m) , 

2. 85 ( IH. m) . 3. 09 ( 1 H, dt ) , 

3. 3 (IH. m) . 4. 02 (2H. dd) . 

4. 73 (IH. t) . 5. 16 (IH, s) , 
6. 6 1 (2H, d) , 6. 78 (2H, d) , 

immm (cs i h3 4 n4 04 S2 

C% H% 



1 H-NMR (<5ppm in 
1. 2-1. 6 (6H. m) , 
s) 1. 34 (3H, s) . 



61. 62 

61. 66 
DMSO-d6 ) 
1. 23 (3H, 
1. 89 (IH, 



5. 
5. 



t) 
r) 

(2RS. 4' RS) -1- [2- (6' -i/TJ- 
T . 2' -i/y^^)V-3' . 4' -xtKn-2' H 
-^^^^-^^7^-4' — </!/) -N- (x7x-/k 
jXi-Uy) ^V->f\^] h'^Vi^yO. 66g (1. 3m 
mo 1 ) t5j:t/y^/wP4mlcoa»tfc:a5igKl. 3 
ml ^jDi.^iaT'2B#r5jI^fL^. ^j^jStCPKXf-y^ 

3 0ml ^miA^v2}^miht, m\mi>z7K}%Tyi^mit 

'mm'J:^'l')Vt^)VAr^ K4m 1 tCiS^LN 
- (2-'t7f-;U;^;l';^3i;l.) :/U^>'0. 4g(l. 

5mmo 1 ) ^mt. mmT'jyj.::^}V')ymi^ 

HO. 3 2ml (1. 5mmo I ) i5j:t/h'JX»J;P7 
$yO. 2 1ml (1. 5mmo 1 ) $-5Di.7K?^T3^ 

(1:1) oSail 0 Om 1 Srlrai*Sa^^KL, tIA 

i&7j<i5cty^x:5^y-;i/'C'ac?^LT (2RS. 4' RS) 
-1- [2- (6* ->'7/-2' . 2* -i/p<f-/^- 
3' , 4* H-<yyf-:tt^7>'- 
4' ->f;l') -N- [N- (2-^7f-;l'X;U:rx-;U) 

v-^n e'^u i/^y^ 0 . 4 2 g ( 5 5 

m.: 248-'251'C 
0. 75H20fcLT) 
N% S% 
92 9.27 10.6 1 
74 9. 26 10. 48 
★ d) , 1. 91 (IH. dd) 
(5H, m) , 3. 44 (2H, 



d*50 (IH, t ) . 7. 24 (IH, 



3. 1-3. 5 
dd) . 5.16 
d) , 7. 47 (1 



(22) 
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4 1 



42 



H, dd) . 7. 6-7. 7 (3H, m) , 7.7 
8 (IH. dd) , 8. 0-8. 2 (4H, m) . 
8. 36 (IH, d) , 8. 38 (IH, s) 

(2RS. 4' SR) -1- [2- (6' -i^T/- 
2' . 2* -'JMi-fV-S* , 4' -i^bHn-2' H 

fmtX (2RS. 4' SR) -1- [2- (6' -S/ 
ry-2' . 2' -x^f-ZV-S' . 4' -i^'hHo- 10 
2' H-<y/f-5rt:^y-4' -^/P) -N- [N- 

'Ji^V^-^/:: (JR^8 8%) . 
[01 13]lU!5: 208--209X: 
iH-NMR(^PPm in CDC 1 3 ) : 

I. 1 (IH, br) . 1. 2-1. 3 (IH, m) . 

1. 30 (3H, s) . 1. 40 (3H, s) . 
1.49(4H, br), 1.84(1H, dd). 

2. 04 ( IH, dd) , 3. 1-3. 3 (4H, 

m) . 3.5 (IH, br) , 3. 61 (IH. d 20 
d) , 3. 70 ( IH. dd) . 5. 58 (IH. 
t) . 6. 04 (IH. t) , 7. 16 (IH, 
d) . 7. 20 (IH, d) , 7. 33 (IH. d 
d) , 7. 54 (IH. s) , 7. 63 (2H, 
m) , 7. 85 (IH, dd) . 7. 91 (IH, 
d) . 7. 98 (2H. d) . 8. 43 (IH, 
s) 

*JtW36 

1- [2- (6' -xry-3' , 4' ->>'bKD- 

2' H-^yyf'^evy-4' -n- (v7 30 
^mi^zmmLxi - [2 - (6' , 4* 

-N- [N- (2-:^7f-;l'X;UJ^:i;l') ^'Ji/';H 

Ui^yH tr^^yyy^^f^ (iR$6 2%) • 

[01141FAB-MS : 563 (M+1) 
1 H-NMR (5ppm in DMSO-de) 
0. 2-1. 8 (7H. m) , 2. 1-2. 2 

(IH. m) . 2. 7-3. 0 (4H. m) . 
3.1-3. 7(4H. m) , 4.85,4.99 40 

(IH. tx2) . 7. 2-7. 9 (lOH, 
m) , 8. 0-8. 4 (5H, m) 

(2RS. r RS) -1- [2- (7* -i/'T/- 
r . 2' . 3' . 4* -xh7tHn-l' -i-y^ 
/U) -N- [N- (2-'^7f•;^X;^;^-;^) ^Ux 
/H i^^yv';!/] e'^yS/yi . 36g(2. 5mmo 
1). hUxf-yvr^ySm 1^3j;Z/eyv>'4 0m 1 
O^^Stc. tK^^TI 5^^SS[fl:7f<5i5;!f;^^5ib/di. ^ 



ir^vyx'mLx (2RS. r rs) -i- [n 

- [N- (2-t7^/w:;^/P5fx-;U) :^yv;i'] -2- 
(!' . 2* . 3' , 4' -f-b9hFn-7' 

$:1. 43s (9 9%) fl"^. 
[OllSliUS: 242-245-C 
iH-NMR(^PPm in DMSO-de) : 

1. 0 (IH. br) . 1. 1 (IH. br) . 
1. 2-1. 5 (4H. m) . 1.65 (4H, b 
r ) , 2. 6-2. 8 (2H, m) . 2.92(1 
H, t) . 3. 0-3. 2 (3H, m) . 3. 43 
(IH. dd) , 3. 5 (IH, br) , 3.62 
(IH. dd) . 4. 89 (IH. t) , 7. 03 
(IH. d) . 7. 59 (IH. dd) . 7, 65 
(2H. m) . 7. 77 (IH. dd) . 7. 79 
(IH. s) . 7. 92 (IH. t) . 8. 02 
(IH. d) . 8. 07 (IH. d) . 8. 1 3 
(IH, d) , 8. 32 (IH, d) , 8. 37 
(IH, s ) , 9. 25 ( IH, s) , 9.7 1 
(IH. s) 
*i6W3 8 

(2RS. 1' SR) -1- [2- (7' -v'T/- 
1' . 2' . 3' , 4* -Tb^tKo-1' — ^7^- 
;P) -N- [N- (2-'tyi')i^ys)Vi^^:z,}V) ^^Ji^ 

T(2RS. 1' SR) -1 - [N- [N- (2— ^7 

f-;PX;>;^n;i.) ^/yv-zP] - 2- (1' . 2' . 

3' . 4' -f-h7th'n-7' -'j-:^t}VJ^'^^)V- 

u a n t . ) ^ 

[0 1 16] Its : 2 6 0-2 6 3-0 
1 H-NMR (^PPm in DMSO-de) : 
0.45 (IH. br) . 1. 0-1. 6 (7H. 
m) , 1.7 (2H, br) . 2. 6-3. 2 (6 
H, m) . 3. 4 ( IH. m) . 3.57 (2H, 
d) . 4. 96 (IH, t) , 7. 07 (IH. 
d) , 7. 50 ( 1 H, s) . 7. 6 1 ( IH. d 
d) . 7.7 (2H. m) , 7. 83 (IH, d 
d) . 8. 0-8. 2 (5H. m) . 8.43(1 
H, s) . 9. 29 (IH, s) , 9. 66 (IH. 
s) 

mmm3 9 

(2RS. 1' RS) -1- [2- (6' ->r/- 

1' ->fy^-;p) -N- [N- (2— ^7f^;^;^;^3^ 

-;i-) ^/y>';L'] ^yi//H e^y>'>$-iiisi5ij3 7t 

R^tC^CTLT (2RS. r RS)-1- [N- [N 

- (2— ^^f-zu;^;^^^-;^) i/yi^;^] -2 - (6' 
-f-:t;<7;w^^:^;u- 1 ' ->f y/:i;^) :^y i^/H t' 

[01 17]H^: 2 4 9'-2 5 2*C(^M»j;S) 



(23) 



iBra¥9-l 572 53 



DMS0-d6 ) : 
1. 8 (IH. b 

2. 7 (IH, b 
3. 0-3. 7 (7 
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1 H-NMR (5ppm i n 
1. 1-1. 6 (6H. m) . 
r) , 2.05 (IH, br) 
r) , 2. 8 ( IH. br ) , 
H. m) . 4. 75 (IH, t) , 7. 17 (1 
H, d) , 7. 6-7. 7 (3H, m) , 7. 80 
( IH. d) . 7. 869 ( IH, s ) . 7.9- 
8. 1 (3H. m) . 8. 1 2 (IH. d) . 8. 
31 (IH. d) , 8. 39 (IH, s) , 9.3 

0 (IH, s) , 9. 70 (IH. s) 

(2RS, 1' sR)-i-[2-(6' -z^ry- 

r -^y^-;i,) -N- [N- (2— ^7^-/1^;^;^;^ 
^y^-zH ^Vi^}^] t^Ui^>$-^lfil5iJ3 7k 
N«(CiratT (2RS. 1' SR)-1-[N-[N 
- (2— ^7^;l/;^;^;^r.;^) :/»Ji/;H - 2- (6' 

^^J'jy^mz (IR$7 6%) . 
lOllSim^.: 2 4 4-2 4 7t: (m«^J 

1 H-NMR (^PPm in DMSO-de) : 
0. 85 (IH, br) . 1.15 (IH, b 

r) . 1.4 (4H. m) , 1. 65 (IH. b 
r) . 1. 85 (IH. br) , 2.6 (IH. b 
r) . 2. 7 ( IH. br ) . 2. 9-3. 6 (7 
H. m) . 4. 68 (IH. t ) , 7.19(1 
H. d) . 7. 60 ( IH. s) . 7. 6-7. 7 
(3H, m) . 7. 82 ( IH. dd) . 8. 0- 
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8.30 (IH. d) 
9. 31 (IH. s) . 



8. 

9. 6 



8. 1 (4H. m) 
41 (IH. s) . 
7 (IH. s) 

1 

(2RS. 1' RS)-i-[2-(2' -i^ry- 

5' . 6' . 7' . 8' . -Th^tKn-9' H-'^ 

yYiy^v^rf-y-s' ->{)V) -n- [n- (2- 

^y^)VX)Vit'^=i)\^) ^Vl^fU] ^Viy^JU] \::^vi^y 

immsitmvifizmLx (2rs, r rs) - 

1- [N- [N- {2-i'y^)\^Xfl't^=ijU) ^'Ji^ 
;p] -2- (5' , 6' . 7' . 8' . -Th^bFn 
-2' -f-:t:<^;WN'^>f;l/-9' H-Ky^i^^n^y' 

Ty-9' ^vi^jv] ^^v'jyi^fz {tm 

91%) , 

[0119]FAB-MS : 593(M+1) 
iH-NMR(^PPm in DMSO-de) : 

1. 2-1. 8 (12H, m) . 2. 6-3. 1 
(3H, m) , 3. 2-3. 6 (6H. m) , 5. 3 
0 (IH. t) . 7. 00 (IH. d) , 7. 55 
(IH. d) . 7. 56 (IH. s) , 7. 7 (3 
H. m) . 7. 82 ( IH. t ) , 8. 0-8. 2 
(4H. m) . 8. 3 1 ( IH. s) , 9.16 
(IH. s) . 9. 70 ( IH, s) 



mm\4 2 

(2RS. 1* RS) -1- [2- (7* -vTy- 
1' . 2' , 3' . 4' -fh7th-D-l' -i-yi- 
;U) -N- (N-^VS^/U^y^/U) Wi^fi'l b'^U 
i^>5^^i5iJ3 7i:|S]«(c3JlfflLT (2RS. 1' R 
S) -1- [N- {N-'fyi^JU^Vl/JV) -2- 
(1' . 2' . 3' . 4' -T-b^tKn-7* — 

mtz (m5 9%) . 
10 [0120] FAB-MS : 622 (M+1) 
1 H-NMR (^ppm in DMSO-de) : 
1. 1-1. 7 ( 1 OH, m) , 2. 6-2. 8 
(2H. m) . 2. 86 (6H. s) . 3. 1 
(2H. m) , 3. 2-3. 3 (3H. m) . 
3. 40 ( IH. dd) . 3. 4-3. 5 (IH. 

m) , 3. 59 ( IH. dd) .4. 93(1 
H, t) , 7. 04 ( IH, dd) , 7. 23 
( IH, dd) , 7. 5-7. 6 (3H, m) , 
7. 79 (IH, s ) , 8. 05 ( IH, d 
20 d). 8. 24(1 H. dd). 8.29(1 
H. dd) . 8. 43 (IH. dd) . 9. 24 
(IH. s) , 9. 69 (IH. s) 

(2RS. 1' RS) -1- [2- (7' -v7/- 
1' . 2' , 3' , 4' -Tb5tHo-l' -i-yi- 

}l) -N- (N-^^^x-y^r-fe^/V/Ui^^U) y^Ji^ 

;u] ^^vi^y^mmm3 7tip\mi,z^Lx (2r 

S, 1 ' RS) -1- [N- (N->''7x-;l/r-fef-;^ 
^VyfV) -2-(l' . 2* . 3' , 4' —fh^b 

30 Kn-7' -f':t;'5r;^^<^^;^-i' — t-7f-;^) r/U 
tr^Ui/VSrlt^ (IR$quant. ) . 
[0121]ibg: 1 52-155"C 
1 H-NMR (^ppm in DMSO-de ) : 

1. 2 ( IH, b r) . 1 . 3-1. 6 (5H, 
m) . 1. 6-1. 8 (4H. m) . 2. 6-2. 
8 (2H. m) . 3. 2 (IH. br) . 3. 3- 
3. 5 (5H, m) , 3. 85 ( IH, dd) , 
5. 00 (IH. s) . 5.02 (IH. t) , 
7. 05 ( IH. d) , 7. 2-7. 3 ( 1 OH. 

40 m) . 7. 63 (IH, d) . 7. 84 (IH, 
s) . 8. 29 (IH, t) . 8. 43 (IH. 
d) . 9. 25 (IH, s) . 9. 71 (IH, 
s) 

mm4 4 

(2RS. 1' RS) -1- [2- (7* ~i^r/- 
1' . 2' . 3* , 4' rh7bKp-l' -i-y^ 

)V) -N- [N- (\\{-^yY-)^/-^-^)V) ij)V 

if.z:^}W) x/U] \::^')iyy%:%m\^ 7 h 

Iql^tCiMILt: (2RS. r RS) -1- [N- [N 

50 - (iH-^yK-;u-3->f/P) :<?;w^-;u^»Ji^ 



s% 

5. 83 
5. 89 



(24) 

45 46 

M -2- (1' . 2' . 3' , 4' -Th^tKn- * t^U i/Vrfl:^v: (IR^94%) , 
7' -f-Jr;?!^;!/^^:^;!/-!' -:h7f*/l/) :/»J>'yH * [0122]St^: 161-16 3*C 
7C:f^^|ffii(C2 9 H3 3 Ns Os S H2 0tLT) 
C% H% N% 

mmm 6 3, si 6.42 12. 74 

mm 63. 25 6.41 1 2. 69 
iH-NMR(5ppm in DMSO-de) ^lliffe^J4 5 

1.2(lH.br). 1.3-1.6(5H. (2RS, I'RS) 

m) , 1.6-1.8 (4H. m) . 2. 6-2. 
8 (2H, m) . 3. 2-3. 4 (4H, m) . 10 
3.5(1H, br). 3.61(1H, dd). 
3. 98 ( IH. dd) , 5. 07 ( IH, t) , 
d) . 7. .1 (2H. m) . 7. 
7.66 (IH. dd) . 7. 
8. 0 (2H. m) , 8. 32 
9. 32 ( IH, s) , 9.76 
1 1. 53 (IH, s) ^ 
7C3l5*Wfi (C2 9 H3 2 N4 O5 S2 



-157253 



7. 04 (IH, 
42 ( IH, d) 
89 (IH, 

(IH, d) 

(IH. s) 



d) 



mm 

1 H-NMR (^ppm i n 
1. 6-1. 8 (4H. m) . 
H, m) . 3. 0-3. 5 ( 1 OH, m) 
(IH, dd) , 4. 89 (IH, t) , 



C% 
58. 61 
58. 72 
DMSO-de) 
2. 6-2. 8 (2 
3. 60 
7. 05 



59 (IH. d) , 7. 

7. 95 (IH. t) , 

8. 36 (IH. d) , 
9. 28 (IH. s) , 



6- 
8. 
8. 

9. 7 



( IH. d) , 7 
7. 8 (4H, m) 
08 (3H. dt ) 

38 ( IH. s) , 
1 (IH, s) 

2- [2- (7' -i^ry-1' . 2' . 3* , 4' - 

7^N9tKn-l' -tyi^))^) -N- [N- (2-f 
7'f)l'X}V7t^n)V) ^Vi^JV] -1,2. 
3, 4. -Th7tKP^y^/U>S:SI]l«M3 7fc|sl 
mz9mLX2- [N- [N- (2-i-yi')VX)Vt^=i 
JV) /Vx/V] - 2-(l'.2',3'.4'-Th 

/'J^/^l-J-l. 2, 3. 4, -Th^tHn^fV^^y 
Uy$:#3t (iR*quant. ) . 40 
iSuS: 2 5 0-2 5 2*0 (^»^) 
1 H-NMR (^ppm in DMSO-de ) : 
1. 4-1. 7 (4H. m) . 2. 2-2. 8 (3 
H, m) . 3. 1 5 ( IH, br) . 3. 2-3. 
7(5H. m). 4. 32. 4. 54 (2H, ddX 
2) , 4. 98. 5. 05 (IH, tX2) . 6*. 
9-7. 2 (5H, m) . 7.6 (3H, m) , 
7. 7-8. 1 (6H. m) , 8. 3-8- 5 (2 
H. m) . 9. 26. 9. 32 (IH, sX2) . 
9. 72, 9.73 (IH, sX2) ^50 



4- [2- (7' -i/ry- 

1' . 2' . 3' , 4' -f-h^tFO-l' — 

-N- [N- {2-i'y'f'}VX)Vt-^}V) yvi^ 
;u] ^;U:i^Uy$:^0«3 7i:l«iatiKiSL 

X (2RS, 1' RS) -4- [N- [N- (2— 1:7 
f-;^;^;^?}^-;!/) ^Ux/^] - 2- ( 1' , 2' . 
3' . 4' -"Tb^tKn-?' -^^fXr^W^^^f;^- 
1 ' -'^7f•;^) ^^J'yJV^ "^A^it^^Jy^^ti (IR*8 
6%) • 

[0123]abS: 264-269*C 

0. 75H2 OhLX) 
H% N% S% 

5. 68 9. 43 10. 79 
5. 52 9. 40 10. 49 

1- [2- (5' -i/TJ-V . 2' . 3' . 4' - 
f h^tKa-1' -^y^iv) -N- [N- {2-^- 

IIWJ3 7fcfl^tc5J!iSLTl- [N- [N- {2-^ 

ruwi-] -2 - (1' . 2* . 
3' , 4' -f h^tHn-5' — 
1' --^yf-;!/) e^^'j^y^*^^ (iK*4 

30 8%) , 

[0124]FAB-MS : 579(M+1) 
iH-NMR(ffppm in DMSO-de) 

0. 7-1. 8 (lOH. ra) . 2. 6-3. 1 
(4H. m) . 3. 2-3. 6 ( 5H. m) , 
4. 85. 4. 96 ( IH. t ) . 6. 8-7. 2 
(3H. m) . 8. 0-8. 2 (4H. m) , 
8- 4 (IH, m) . 9.32,9.3 7 (IH. 
sX2) 



9. 7. 9. 92 ( IH. 



;X2) 



(2RS. 1* RS) -1- [2- (6* --yJJ- 
r . 2* . 3' . 4* -Th^bHn-1* -t^-f 

;U) -N- [N- ( 2-:^7f-;^X;P?^^;^) rJ^'J^^ 

X (2RS. r RS) -1- [N- [N- (2— f7 

^Ui^/H - 2- ( 1' . 2' . 
3* . 4' -7^h^tFn-6' -f':tX?;W^'^-<;^- 

u a n t . ) « 

[0125]FAB-MS : 579(M+1) 
1 H-NMR (^ppm in DMSO-de) 



(25) 
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1. 1-1. 7 (lOH. m) , 2. 6-2. 8 
(2H. m) . 3. 0-3. 4 (5H, m) , 3. 5 
(IH. br) . 3. 57 (IH. d d ) . 4. 8 
4 (IH, t) , 7.19 (IH, d) . 7. 57 
(IH, d) . 7. 62 ( IH. s) . 7.7 (2 
H, m) , 7. 76 ( IH, dd) , 8. 0 (2 
H, m) . 8. 07 (IH. d) . 8.13 (IH. 
d) . 8. 38 ( IH. s ) . 8. 4 0 ( IH. 
d) . 9. 34 (IH, s) . 9. 73 (IH. 
s) 

mm4 9 

(2RS, i'SR)-i-[2-(6' -i/ry- 

1' . 2' . 3' . 4' -Th7tHP-l' —fyf- 
/U) -N- [N- (2-'^7f';U;^;P;i^-;P) ^)Ji/ 

T (2RS. r SR) -1- [N- [N- (2—^7 

f-zpx;!^?}?-;!/) -2 - (1 ' . 2' , 

3' . 4' -f-^;^^/U>'N'^^;l'- 

u a n t . ) , 

[01261FAB-MS : 579 (M+l) 
1 H-NMR (i^ppm in DMSO-de) 

0. 6 (IH. br) , 1. 0-1. 8 (9H. 
m) , 2. 6-2. 8 (3H. m) , 
H, m) . 3. 2-3. 4 (2H, m) 
(2H. d) . 5. 00 ( IH, t ) . 

7. 57 ( IH, d) . 
7. 7 (2H, m) 
8. 0-8. 2 (5H. m) 
9. 37 ( IH. s ) , 
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1.0(2 
3. 56 

6. 95 

7. 62 
7.83(1 

8. 4 
9. 75 



(IH. d) 
(IH, s) 
H. dd) , 
2 (IH. s) 
(IH. s) 
^^5 0 

(2RS. 4' RS) -1- [2- (6* -i^T/- 
3' . 4' -i/'tKn-2' H-'<>'Vtr^y-4' - 
-f;i/) -N- [N- (2-^7f';^x;i/^x-;p) ^Ui/ 

X {2RS, 4' RS) -1- [2 - (3' , 4' -i^ 
tb'n-6' -f'^;^;WN'^:>f;U-2* H-^y^/b'^ 
y-4' --iJV) -N- [N- (2-:h7f-;U;?.;L':fN- 

)V) /ys^/i-] /yix;H tr'<u>/>S:^|^ (JR*84 
%) . 

[0 127] FAB-MS : 
1 H-NMR (^ppm i n 

0. 9-1. 5 (6H. m) 
(2H. m) , 2. 9-3. 
3. 9-4. 3 (2H. m) . 
H, m) . 6. 7-6. 
5-8. 2 (9H. m) . 



0 



581 (M+1) 
DMS0-d6 ) 
1. 7-2. 
7 (7H. m) . 
4. 8-4. 9 (1 
9 (IH, m) , 7. 
8. 4-8. 5 (2H. 



m) . 9. 
H, s) 



18 (IH. s) , 9.58(1 



1- [2-. (6* , 4' -vbHa- 
2' H-'<yVf-:tt:^>'-4' -N- [N- 

{2-^y^}VX)ViiK-)V) ^y^-;!/] /yi^^u] b^ 

y>'>^lll*fi«J3 7i:l«I«(Cj5!yiLT (2RS. 4' R 
S) (2RS, 4' SR) -1- [2 - (3* , 

4' -i^'tHn-6' -&:^f}JV^^'^'i}V-2' H-^ 
>Vr^fc;7>-4' -'Y/P') -N- [N- (2—^7 
f-;l/XyV;n-;u) ^yi/^/P"] i/y-/;H t'^y 
10 J'L' (iR^2 3i3j:l^7 6%) . 

[0128] (2RS. 4' RS)f*::Rf = 0. 31 
(6 6%S^Kxf-;^-A.de■f^>') 
FAB-MS : 597 (M+ 1) 
1 H-NMR (^PPra in DMSO-de) : 

1. 10 ( IH, br) , 1.34 (2H, b 
r) . 1. 47 (IH. br) . 1. 7-1. 8 
(IH. m) , 2. 11 (IH. dd) , 2. 
8-3. 0 (3H. m) , 3. 1-3. 3 (2H, 
m) , 3.31 (2H, dd) . 3. 5-3, 7 
20 (2H, m) . 3. 58 ( 1 H. dd) . 4. 
87 ( IH. t) . 7. 02 ( IH. d) . 
7. 57 ( IH. dd) . 7. 6-7. 7 (4H, 
m) . 7. 8 ( 1 H. m) . 7. 9 5 ( IH, 
d) . 8. 04 (IH, d) , 8. 3-8. 4 
■(2H, m) , 9. 20 (IH. s) , 9.6 
7 (IH, s) 

(2RS. 4' SR) fls: Rf = 0. 15 (66%!^ 

FAB-MS : 597 (M+1) 
30 ^ H-NMR (^ppin in DMSO-de) : 
0. 19 (IH. m) , 0. 9-1. 1 (2H, 
m) . 1. 2 (IH, m) . 1. 50 (IH. 
t) . 2. 19 (IH. d) . 2. 69 (IH. 

d) . 2. 8-2. 9 (4H. m) . 3.18 
(IH. d) . 3. 52 (IH. d) . 3. 62 
(2H. ddd) . 4. 50 ( IH. t ) . 
7. 1 1 ( IH, d) , 7. 50 (IH, d) . 

7. 62 (21H, dd) , 7. 7 (2H, 
m) . 7. 84 ( 1 H, dd ) , 8. 0-8. 2 
40 (4H, m) , 8. 34 (IH, d) , 8. 4 
3 (IH. s) . 9. 29 (IH. s) . 9. 
62 (IH, s) 

mm52 

(2RS. 4' RS) -2- (6' -i^r/-3' . 
4' ->''tKa-2' H-^yv^;ttr7y-4* -A 
}V) -N- (4-t Hu^i^'O'xVP-) -N« - [N- 

( 2 — ^7f•;^';^;^^^^') i/u ^y iy>T\ H 
-^^msitnmiiZimLx (2rs. 4* rs) - 

2- (3' . 4' -xtHn-6' -f'^;!^;u>'N'^^;l/ 
50 -2' H-^Wf-3ri^5>'-4' -'f^l') -N- (4 



(26) 
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50 



-bKn^i^^y^Vl-) -N« - [N- (2-:h7f-;l/ 
;^/l.7fv-;l') i/Ui/'/U] ^^U vvrS Fi£:#3^c {IR*8 
7%) . 

C0129]FAB-MS : 63 5 (M+1) 
i H-NMR (iJppm in DMSO-de ) : 

1. 72 (IH, t) . 1. 96 (IH. dd) . 

2. 82 ( IH. d) . 3. 08 ( IH. d) . 
3. 3-3. 4 (2H, m) , 3. 57 (IH, d 
d) . 4. 05 (IH, dd) , 4, 20 (IH, 
dd) . 4. 53(1H. t), 6. 69 (2H, 10 
d) , 7.0 1 (3H, d) , 7.60 ("IH, 

d) , 7. 65 (5H, m) , 7. 84 (IH, 
t) . 8. 01 (2H, t ) , 8. 1 1 (IH. 
d) . 8. 1 9 ( IH. d) . 8. 35 ( IH, 
s) , 8. 69 (IH. t) , 9. 15 (IH, 
s) . 9. 26 (IH, s) , 9. 66 (IH. 
s) 

(2RS, 4' SR) -2- (6' , 
4' ->^tKn-2' H-OVf';rt'^y-4' 20 
/l^) -N- (4-tFD=^>'0>'» -N« - [N- 

i:mmm3 7tmicmLx (2rs, r sr) - 

2- (3* , 4' ->^'tKD-6' -^:t;5r;^^^'^:>f /I' 
-2' H-/<yyf-5rfcr9>'-4' ->f;^) -N- (4 
-th-n^i/O-x/V) -N« - [N- (2-'f7f';l/ 
;^/l.7fvn;l.) i/'/l.] ^Ui^yrS K^^lit (iR^6 
5%) . 

[0130] FAB-MS : 635 (M+l) 
lH-NMR(5ppm in DMSO-de) : 30 

1. 53 (IH, t) . 2. 1 (IH, m) , 
2.65 (IH, m) , 2. 99 (IH. dt) , 
3. 1 5 (IH. d) , 3. 55.(1H. dd) . 
3. 6 1 ( IH. dd) . 3. 83 ( IH, dd) , 

3. 99 (IH. dd) . 4. 52 (IH. t) . 
6. 61 (2H. t) . 6. 78 (2H, d) . 

7. 04 (IH. d) , 7.65 (4H, m) , 

7. 84 ( IH. dd) , 8. 0-8. 2 (6H. 

m) , 8. 44 ( IH. s ) . 9. 1 9 ( IH, 

s) , 9. 24 (IH. s) . .9. 62 (IH, 40 

s) 

(2RS, 4* RS) -2- (6* , 
4' -ytKn-2* H-'<.yyf^^t^:^-4' 

/U) -N« -i^'7x-y^r-k-?';u-N- (4-tHn^ 

i^Kyi^n^) ^ui^yr^ }'^mmm3 7t^mizm. 

LX (2RS. 4' RS) -2- (3' . 4* -i^'tH 
D-6* -f-^;<^;l^A'qe>{;v-2' H-^vV-f^b'^ 



$92%). 

[0131]FAB-MS : 582(1VH-1) 
iH-NMR(^PPm in DMSO-de ) 
1. 78 (IH, t) . 2. 03 (IH, d) , 

2. 92 (IH, d) . 3. 25 (IH. d) , 

3. 44 (IH. dt)., 4. 08 (IH, dd) , 
4. 23 (IH. dd) . 4. 60 (IH. t) , 
4. 99 (IH, s) . 6.64 (2H. d) . 

6. 74 (2H. d) . 6. 94 (2H. d) . 
7.0-7. l(3H,m). 7.2-7. 3(5 
H, m) , 7. 39 (IH. dd) .7.76(1 
H. dd) , 7. 93 (IH, d) , 8.54(1 
H. d) . 8. 58 (IH, d) . 8. 79 (1 
H. t) . 9. 13 (IH, s) , 9.26(1 
H, s) . 9. 70 (IH. s) 

(2RS. 4' SR) -2- (6' -i^ry-3' , 
4' -5/tHo-2' H-^yyf-;tf^y-4' 
;P) -N« -i/'7x:::/Pr-b^;P-N- (4-bHn^ 

i^^yi^fv) ^Ui^yr^)^^mmm3 7tmmz9m 

LX (2RS. 4' SR) -2-'(3' . 4' -i/bF 
n-6' -i':^t;)W<^^)U-2' H-^VV-f-^rt^^ 

(4-bFa:i^5//<>'x/t') /Ui-yr^FSrtf:^^ (« 
$96%) ♦ 

[0 1 32] FAB-MS : 582 (M+1) 

(2RS, 4' RS) -2- (6' , 

2' -x;<f';P-3' , 4' -xbFn-2' H-^y 
yf-:tb'^y-4' ->f;l/) -N- [N- (2-':h7^ 
/UX;!^;!^:::.;!.) ^U>'/P] ^U>';U] e^U^y^-Htfi 
j3«J3 7i:I«Ittt:«ifiLT (2RS. 4* RS) -1- 

[2- (2* , 2' ->^j>f'^/^-3' . 4* -i^'bFn 

-6' -^:^t)V)<^'^^)V-2' H-^yy^pfbr^^ 
-4' — <;i/) -N- [N- ( 2 -'f7f-;^x;i/^.- 
;i/) /Ui/;!/] ^^Jiy;u] t:^V'Jyi:ntz (iR^qu 

ant. ) , 

[0133]FAB-MS : 625(M+1) 
iH-NMR(^PPm in DMSO-de) : 

1. 1-1. 6 (6H. m) . 1. 1 9 (3H. 
s) . 1.34 (3H. s) . 1. 95 (2H. 
m) , 2. 9-3. 4 (4H, m) . 3. 4-3. 
7 (3H, m) , 5. 27 (IH, t) . 7. 07 

(IH. d) , 7. 58 (IH, dd) .7.7(2 
H. m) . 7. 81 (IH, dd) . 7. 88 (1 
H, s) . 8. 0-8. 2 (4H. m) . 8. 38 

(IH, d) . 8. 40 (IH, s) . 9.33 

(IH. s) , 9. 71 (IH, s) 

mm5 7 

(2RS, 4' SR) -2- (6' ->-ry-2' . 



(27) 



5 1 



2' ->^;<^)V-3' . 4' ->/'bKn-2' H-'^y 
yf-:tbr7>'-4* -^f^l-) -N- [N- (2-t7^ 

^3 7^lRl«tC^Ji@tT (2RS, 4' SR) -1- 
[2- (2' . 2' -l/?f^^)V-3' , 4' -i^'t.Hn 

-6' -'f5r;^;WN't>f/i'-2' H-^w^^rtr-^v 

-4' — -N- [N- {2-i-y^)VX)Vt^:=^ 
%) • 

[0 1 34] ^ : 243—24 6'C 10 
iH-NMR(5ppm in DMSO-de) 

1. 05 (IH. br) , 1. 1-1. 5 (5H, 
m) . 1. 28 (3H. s) . 1.29 (3H, 
s) . 1.75 (2H. m) . 3. 0-3. 7 (7 
H, m) , 5. 40 ( IH, t ) , 7.12(1 

H. d) , 7. 6-7. 7 (4H, ~m) . 7. 8 1 
(IH. dd) . 8. 0-8. 2 (4H, m) , 

8. 31 (IH, d) , 8. 41 (IH, s) , 

9. 27 (IH, s) , 9. 72 (IH, s) 
^0!I58 20 

(2RS. 1' RS) -1- [N- [N- (2— 
}VX)V^^::i)V) ^»Jx;H - 2-(l',2',3'. 
4' -Tb7tKn-7' -'f':^:^)VJ^'^^)V-\* - 

-fy^jv) y^)-^}V'\\^^^)i/y\, ig(i. 9 mm 

o 1 ) fcJ:rX7-fehy3 3m l<^fiJBtt3, B^^i^)V 

I. 1ml ( 1 O^g) ^3D;c2B#OT#ft5i^3gUv:, E 

0. 22g(2. 8 5mnio 1) i3j;l/pC^y-;^3 3 

m 1 ?rjD;t 3^rajpisssst;^cf*tc, $ ^mmry^ 

:=^»>A0. 15g(l. 9mmo 1 ) ^jD;t-»|^ 30 

^l^T-acr^tr (2RS. 1' RS)-l-[2-(7' 
-r^yy-l' . 2' . 3* . 4' — rh-7tKn- 
1' -•^7f-;^) -N- [N- (2— 

i/Ux/v] e^Ui/'y 3^fl:*«lffi 

^0. 93g (7 1%) Wz. 
[0135111^: 169-174t 
iH-NMR(5ppm in DMSO-de) : 40 
1. 1 (IH. br) . 1. 2 (IH, br) . 

1. 4 (3H, br), 1.5(lH,br), 
1. 7 (4H, b r } , 2. 7-2. 9 (2H. 

m) , 3. 05 (IH, br) , 3. 1-3. 4 
(3H. m) , 3. 38 (2H, dd) , 3. 5 
(lH.br). 4. 94 (IH, t) . 7. 26 
(IH, d) . 7. 54 (IH. d) , 7, 7 (5 

H. m) . 8. 04 (IH, d) , 8. 09 (IH. 

d) , 8. 13 (IH, d) , 8. 26 (IH, 

d) , 8. 36 ( IH, s) . 8. 8 (2H, b 50 



-157253 
52 

r) . 9.1 (2H. br) 
^f95 9 

(2RS, 1' SR) -1- [N- [N- (2-^7^ 
}VX))^if^.:z,)V) ^Uv-zH -2-(l',2',3', 
4' -f-h7fcHn-7' -^:^i3}V)^'^'i)V-l* - 

^mhx (2RS, r SR) - 1- [2 - (7' -r 

^i^V-1' , 2' , 3' , 4' -f-h7fcHo-l' 

-'^y^)V) -N- [N- (2-'t-7f-;wx;i/^-;^) 
^Uv;u] ^^i^wmi^ 

fz (IR^54%) . 
[0 13 6] it^.: 2 0 5-2 1 O'C 
iH-NMR(5ppm in DMSO-de) : 

0. 5 (IH. br) . 1. 0-1. 2 (2H, 
m) , 1.35 (3H. br) . 1.5 (2H, b 
r) . 1.75 (2H, br) , 2. 7-3. 2 
(6H. m) . 3.4 (IH, br) , 3. 54 
(2H, dd) , 5. 05 (IH. t) . 7. 30 
(IH, d) , 7. 44 (IH, s) , 7. 54 

( IH. dd) , 7, 7 (3H, m) , 7.82(1 
H, dd) , 8. 05 (IH. d) . 8. 13 (1 
H, dd) . 8. 20 (IH. d) . 8.4 1(1 
H. s) . 8. 9 (4H, br ) 

%m\e 0 

(2RS, 1' RS) -1- [N- [N- (2— ^7f- 

^Vi^JU] -2- (6' -f'5r;^;l/>'N'^ 

m^stmrnmrnLx (2rs, r rs) -i- 
[2- (6* -r$xV-i' ->iyy:zjv) -n- 

[N- {2-±yi^fUXj\^t^s.;U) ^V'^Jl^] yVi^ 
;U] \:^^V'Jy B^'it^mS^:^^ (iR*6 7 
%) . 

[0137] FAB-MS : 548 (M+1) 
1 H-NMR (^PPm in DMSO-de) : 

1. 2-1. 6 (6H. m) , 1. 9 ( IH, b 
r) , 2. 1 (IH. br) , 2. 7-2. 9 (2 
H, m) , 3. 1-3. 6 (9H. m) . 4.88 
(IH, t ) . 7. 36 (IH, d) . 7. 59 (1 
H, d) , 7,7 (3H, m) , 7.79 (IH. 
d) . 8. 1 (4H. m) , 8.24(1 H, d) , 

8. 39 (IH. s) . 8. 8 (2H. br) . 
9. 2 (2H, br ) 

mmmei 

(2RS. 1' SR) -1- [N- [N- (2— ^7f• 
;^X;^;^-;^) ^^ji^jV^ - 2- (6' -f-;t;^;l-/N'^ 

M58tH«(C»SLT (2RS. T SR) -1- 

[2- (6' -r^i^V-i' ->{yjr-}V) -n- 

[N- {2-i-y't}Uys)Vit^=.)V) ^Vz^JV] ^v-> 



(28) 
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%) . 

[0 138111^: 16 7-170*0 
FAB-MS : 548 (M+1) 
iH-NMR(5ppm in DMSO 

0. 75 (IH, br) 

1. 4 (3H, br) . 
1. 95 (IH, br) 

r) . 2. 85 (IH. 

3. 
dd ) . 
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6-9. 3 (4H. br) 



(4H, m) 
53 {2H 
42 ( IH. 

(2H, m) 

(IH, 
H. d) 



d6 ) : 
. 1. 2 (2H, br ) . 

1. 75 ( IH, br ) , 
. 2. 75 (IH. b 
br).. 3.0-3.4 
4-3. 6 (2H. m) , 3. 
4. 81 (IH. t) . 7. 



d) 



d) 



0 

. 5. 3 

7. 48 
7 (3 

8. 30 



7. 4 9 IH, s ) . 7,7 
7. 81(1H, dd) , 8. 04 
8. 10 (IH, d) , 8. 13 (1 
8. 33 (IH, d) , 8.40(1 * 

7CfS4^*f<i (C3 1 H3 7 N5 04 S 
C% H% 
5 1.60 5.59 
5 1.47 5.47 
iH-NMR(5ppm in DMSO-de) 
1. 2-1. 8 (12H, m) . 2. 7-3. 
(3H. m) . 3. 1-3. 6 (6H, m) 
8 (IH, t) . 7. 23 (IH, d) , 
(IH. d) . 7. 55 (IH, s) , 7, 
H. m) . 7. 8-8. 2 (5H, m) . 
(IH, s) , 8. 9 (4H, br) 
1151^6 3 

(2RS. 1' RS) -1- [N- {N-yyi^fU^V 
i^fU) -2- il' . 2' . 3' . 4' -rhvtKn 
-7* -f'^;7{7;WN'^>f;^-r -t-7f-;^) /Uv 

;n \^^^)i^y^mmm5stmmmmLx (2r 

S. 1' RS)-l-[2-(7' , 
2' . 3' . 4' -f-h7tHP-l' t^f-;!/) - 

B^itpi^f^vm^nti (iK$7 4%) , 

[01401FAB-MS : 605 (M-hl) 
iH-NMR(5ppin in DMSO-de ) : 
1. 1-1. 3 (2H, m) , 1.3-1 

Ttm^^m (C3 4 H3 

c% 



*H, s) , 8. 

mm62 

(2RS. 1' RS) -1- [N- [N- 
fi'XjVt^z.fi.) ^iJi^jU] - 2-(5',6',7', 
8' . -rh7tb'n-2' -f':t;ir;WN't'<;l/-9 ' 
H-'<.yy^^a^rTy-9' -^;^) ^'Ji^;i'] tr 

'<';yy^^j|fe^J5 8i:|iI«(c:^SLT (2RS. 1' 
RS)-l-[2-(2' . 6' . 

7' . 8' . -f-h^tKn-9' n-Ky^i^^a^ 
10 r7^y-9' — f;i/) -n- [n- {2-'f-yf')Ux;u 

t^-)V) ^Vi^fl'l ^Oi^JU] h'^O'Jy B^it^i^m 

mw^mtz (K*6 5%) . 

[0i39] 



HI H20fcLT) 
N% S% 
9. 70 4. 44 
9.5 1 4. 44 



(4H, 
20 2.7- 
s) . 
(IH. 



m) , 1.6-1. 

2. 9 (2H. m) . 

3. 2-3. 5 (7H, 
t ) , 7. 2-7. 

m) . 



30 



5 ^ 

9 N5 O3 

H% 



1% 
17. 58 
17. 68 

8 (4H, m) , 
2. 82 (6H. 
m) , 4.95 
3 (2H. m) . 
7. 5-7. 6 (3H, m) . 7. 67 ( IH. 
s) . 8. 02 (IH, dd) . 8. 21 (1 
H, d) , 8. 25 (IH, d) , 8. 44 
( IH. d) . 8. 89 (4H, br ) 

(2RS. 1' RS) -1- [N- (N->''7x-;^r 
■^i-JV^Vy^U) - 2-(l',2'.3',4'-T 

h7bFD-7' -f-:t;*'/WN'^^/^-l' -"^^f- 
;U) ^y^;U] tf^Ui^>$rllit^5 8fclRl«tc*531L 
T (2RS. r RS)-l-[2-(7' -75i^V 
-1' . 2* , 3' . 4' -f-h^tKn-l' -i-y 
-N- (N-i/^7xri;^r-tr'^;^i/i;>';l/) i^'^y 

y)V^ t:^ u 3 ^itA^mw^^'i^tL ( 6 9 
%) • 

[01411M: 182~187X: 
HI 0. 5H2 OtLX) 



58. 12 
57. 88 

1 H-NMR (^ppm in DMSO-de ) 

1. 25 (IH, br) , 1.3-1.6 (5H, 
m) , 1. 7-1. 8 (4H. m) , 2. 7-2. 
9 (2H. m) . 3. 3-3. 5 (6H, m) . 
3. 73 (IH. dd) . 5. 01 (IH, s) , 
5. 04 (IH, t) . 7. 1-7. 3 (1 IH. 
m) . 7. 54 (IH. dd) , 7. 72 (IH, 
s) , 8. 34 (IH, t ) , 8. 41 (IH, 



N% 
9. 97 
9. 89 



1% 
18. 06 
18. 4 1 



88 
87 
★ b r ) 

(2RS, 1' RS) -1- [N- [N- {IH-'iy 
(1' . 2' . 3' . 4' -T^7tKD-7' 

;<^;WN'^>f;i'-i ' -^y^}V) ^^)y)V^ tr^Ui^'y 

'^mm\5^t¥[mz^Lx i* rs)- 

1- [2- (7' -r$W-l • . 2* . 3* . 4' 



d) 



8. 78 (2H, br) . 9. 08 (2 H, ★SO -rh^t Hd-T -:^7^;P) -N- [N- (IH 



mm 53. 50 5 
iH-NMR(5ppm in DMSO-de ) : 

1. 2-1. 9 (lOH. m) , 2. 7-2. 9 
(2H, m) . 3. 3-3. 6 (5H. m) . 3. 7 
5 (2H, dd) . 5. 09 (IH. t) , 7.1 
5 (2H, dt) , 7. 28 (IH, d) , 7.4 



(29) 1§S¥9-1 57253 

55 56 

^P] e-^UxV 3':^'(blc^K^$:t|/c (IR*4 7 * [0 1 4 2 ] It^ : 2 54-2 5 7*C 
TCfgti^tfffl (C2 9 H3 4 Ne Os HI 0.25H2Oi:LT) 
C% H% N% 1% 

53.83 5.53 1 2.99 19.6 1 
51 12. 87 20. 04 
^ (2RS, 1' RS) -4- [N- [N- (2— 

iJ^U^-^P] -2-(l'.2'.3'. 
4' -f h^tHn~7* -f-:t;^;w^^-(;u-i' - 
10 t-7f-;V) ^UWH ^/l/:f>UySrll56^J5 8hI3)^(:: 
^aSUT (2RS, 1' RS)-4-[2-(7* -T 
S5/V-1' , 2' , 3' , 4' -• rh^th'a-l' 
^7f';^) -N- [N- (2-'^7f';l^x;P;i^~;l-) 

fz (iR$3 8%) , 
• [0143]1[;S: 190-200-C 
1 HI 0. 5CH3 CNtUr) 
N% S% 1% 

1 0.82 4.50 17. 82 
10. 92 4. 42 17. 69 

-2- (1* , 2' , 3' . 4' -Th^tKD- 

7' -f-5f-;<r;i/A':e^;i/-i' ^yi^/H 
-1. 2, 3, 4, -f-h7bh'D>f y^/yy$-^ 
fi«J5 8i:lRiatC«tSLT2- [2- (7* -J^S^V- 
r , 2' , 3' , 4' -Th7tKo-l' -^7f- 

-N- [N- 

/yx;^] -1.2.3.4, -f h7tHn-f y 
^yyy (iR*7 8%) . 

[0144] 



4 (IH. d) 
(IH, s) , 
(2H. m) . 

9. 3 (4H. 



7. 57 ( IH, d) , 7.80 
8. 02 ( IH, s) . 8. 05 
8. 35 (IH, s) , 8. 7- 
1 1. 56 ( IH. br) 



b r) 



7C«iJ-*f^i(C2 9H3 3N5 05 

C% H% 
50. 60 5. 02 
50. 40 5. 03 
DMS0-d6) 
2. 6-2. 9 (2 
4. 94 



mm 

1 H-NMR (^PPm i n 
1. 6-1. 8 (4H, m) , 
H. m) . 3. 1-3. 6 ( 1 IH. m) 
(IH, t) , 7. 28 ( IH. d) , 
7. 6-7. 8 (4H, m) 
. 8. 11 (2H. dd) 
. 8. 37 (IH. s) , 
. 9. 10 (2H, br) 



53 
8. 0 
8. 3 
8. 78 



(IH, d) , 
4 ( 1 H. d) 
1 ( IH. d) 
(2H. br) 
^M6 7 

2- [N- [N- (2-±y^)VX)\^t-:=^)V) ^30 
TcS^t^rffi (C3 4 H3 5 N5 04 S 
C% H% 
54. 36 5. 03 
54.11 5.02 
1 H-NMR (5ppm in DMSO-de) 

1. 5-1. 8 (4H, m) . 2. 4-2. 9 (4 
H, m). 3. 2-3. 7(5H,m).4. 31. 
4.57 (2H, ddX2) , 5.03.5.11 
( IH. tX2) . 6. 8-7. 3 ( 5H, m) , 
7. 49. 7. 54 (IH. ddX2) . 7. 6- 40 
m) , 7. 9-8. 1 (4H 
4 (2H, m) . 8. 7-9 



m) . 
2 (4 



7. 8 (4H, 
8. 2-8. 
H, br) 

1- [N- [N- (2— h7^;l/X;P:^^;U) 

-2 - (i; . 2' , 3' , 4' -Th^fcHo- 
5* -f-:t;«!^;pA*>f;i/-l' — ^7f-;i/) ^yv';!/] 

\:^^)i^y^^m5st^m\,z^mLx\- [2- 

(5* -r^xV-l' . 2' , 3' . 4" -f-h^t 
HD-1* — f7f';l') -N- [N- 



HI 0. 75H2 O^LT) 

N% S% 1% 

9. 32 4. 27 16. 89 
9.01 4.18 17.26 
^)V^.=,)V) ^Vy'fUl i/Vi^JU] t^^yi/> B^it*, 

mmmt: mmi5%) . 

[0145]FAB-MS : 562(M+1) 
1 H-NMR (S-ppm in DMSO-de) 

0. 7-1. 8(1 OH, m) , 2. 7-2. 8 
(2H. m) . 3. 0-3. 6 (7H. m) , 
4. 85. 5. 04 (IH, tx2) . 7.16, 
7. 38 ( IH, dx2) , 7. 5-7. 8 (5 
H. m) , 8. 0-8. 2 (3H, m) , 8. 4 
0. 8. 47 (IH, sX2) . 9. 0 (4H. b 
r) 

m^meg 

(2RS. 1' RS) -1- [N- [N- (2-'f7f' 
fl'X;i't^:=.fU) :/yv;H -2-(l'.2'.3'. 
4' -rh7bHD-6' -f-^j^r/W^^-f 1 * - 
■i'7^;i^) ^^yi^;u] e'>?.yi;yS:|gJSf5y5 8^H»i3 



(30) 

57 58 

«Lr (2RS. 1' RS) -1- [2- (6* -r ^Ui^M t:^^)'jy 

5vV-l' . 2' , 3' , 4' -Th^bHn-r :^c(JR*44%). 
-i-y^Jl^) -N- [N- (2— :>-7f-;l'>^7U7h-/U) * [0146] ibiS: >290'C 
7C**«fffl (C3 0 Ha 5 N5 04 S HI 0.25H20hLT) 



:^^9-l 57253 



1 H-NMR (<^ppm i ii 
1. 2 (2H. br) . 1 
1. 5 (IH. br) . 1 
2. 6-2. 9 (2H. m) , 
3.45 (2H. 
4. 86 (IH 



H, 
H. 
H, 

H, 
dd) 
d) . 

s) , 



m) , 
br) 
d) . 
s) . 



C% 
51. 91 
51. 88 E 
DMS0-d6 ) : 
. 35 (3H. br ) , 
. 7 (4H, br) , 
3. 0-3. 4 (4 
dd) . 3.5(1 
. t ) . 7.38(1 



. 7. 47 ( IH, d) 
, 7. 7 (2H. m) . 

8. 04 ( IH. d) , 
8. 13 (IH. d) . 
8. 48 (IH, d) , 



, 7. 52(1 

7. 77 (IH. 

8. 08 (2H. 
8. 39 (IH. 
8. 6-9. 2 (4 



H% N% 1% 

5. 30 10. 09 18. 28 
5.11 9,99 18.11 

[0148] FAB-MS : 
10 1 H-NMR (S'ppm in 
1. 0-1. 1 (IH, m) 
( IH, m) , 1.2-1. 
1. 8-1 . 9 (2H. m) , 
H, m) , 4. 0-4 
2-4. 3 ( IH. m) 



H. b r ) 
IIW7 0 

(2RS, 1' SR) -1- [N- [N- (2-«t7f' 
jl'XJUt^rDV) ^UlyfVl -2- (1' . 2' , 3' . 
4' -Th7hFn-6' fU- 1 ' - 

9mLX (2RS, 1' SR) -1- [2- (6' -T 

$i^V-l' . 2' . 3' . 4' -Th5tKn-l' 
-^yi-jV) -N- [N- ( 2-:h7^;^X;U1^~;^) 
T'u^^;!/] tr^Ui^v B^H:^nitmt:^ 

[0147]M^: 280-282-0 (ih^^) 
1 H-NMR (^ppm in DMSO-de ) : 
0. 75 (IH. br) . 1.1-1.6 (7H. 
m) , 1.75 (2H, b r) , 2. 6-2. 9 



(3H. m) . 3. 
3. 4 (2H. m) . 
5.05 (IH. t) 

7. 49 ( IH, d) 
7. 7 (2H. m) , 
04 ( IH. d) , 



1 (2H, b r ) , 3.2- 
3. 54 ( IH, dd) , 

, 7. 1 7 ( IH, d) , 

. 7. 55 (IH. s) . 
7. 82 ( IH. d) . 8. 

8. 1 1 (2H. d) . 8.1 



8. 1 9 ( IH. d) , .8. 
8. 6-9. 3 (4H, br) 



20 



30 



4 2 40 



4 ( IH. d) 
(IH. s) . 
^^7 1 

(2RS, 4'RS)-l-[2-(3',4' -^b 
h'n-6' -^5r;>&;^K^>f;P-2' H-'O-Vtr^V 
-4' --<;>) -N- [N- (2-:^7^;UX;l.;fv- 

;p) ^yi^;!^] ^^)i^}V\ y:^^^)i»^mm\5stn 

mzimLX (2RS. 4' RS)-l-[2-(6' 

-r5yy-3' , 4* -xtHo-2' H-^yyt 
7^-4' ->f;v) -N- [N- (2-':^7^;^;^;^;^^ 



564 (M+1) 
DMSO-de) 
, 1. 1-1.2 
5 (4H. m) . 
3. 0-3. 6 (7 
1 ( IH. m) , 4. 
4. 99 (1 H, 



t) . 

d) 
8. 2 
m) 



7. 58 (IH, 
m) , 8. 0- 
-8. 4 (2H. 



6. 92 (IH, d) . 
7. 6-7. 8 (4H. 
(3H, m) , 8. 3- 
8. 9 (3H. br ) 

mm\7 2 

(2RS. 4' RS) -1- [2- (3' . 4' -xt 
Hn-6' -f-:t:<r;^>'<^^;^-2' H-^VVf-JJ-t 
->f;i/) -N- [N- (2-':?-yf';^::?.;U7^ 
:iyi/) /ys^;u] ^Di^/u] b'^y >->^|glffeM5 8h 
iRlfftC^MLT (2RS, 4' RS) -1- [2- 

(6* -r5>^V-3' . 4' -i^'bKP-2' H-^ 
>'V'f*5re^y-4^ --^/P) -N- [N- (2— f7 

^;^x;i/;^-;^) ^/Ux/p-] ^rysz/i/] t:^y£/> 3 
»!7^l:*#K^^f|:^c (1R^7 4%) • 
FAB-MS : 580 (M+1) 
iH-NMR(^PPm in DMSO-de) : 
1. 18 (IH, br) , 1. 3-1. 4 (2H. 
m) . 1. 48 (IH. br) . 1.8(1 
H. m) , 2. 12 (IH. dd) , 3. 0 
(2H. m) . 3. 1-3. 3 (2H. m) , 
3. 3-3. 4 (3H, 
d) . 4. 94 (IH. 
d) . 7. 50 (IH. 
7 (4H. m) , 8.0 
07 ( IH. d) , 8. 

d) . 
br) 



3.17 (IH, d) , 
m) . 3. 45 (IH, 

t) . 7. 25 ( IH, 

dd) , 7. 6-7. 
3 ( IH. d) . 8. 
12 (IH. d) . 8. 26 (IH. 
8. 33 ( IH. s) , 8. 79 (4H. 



mmi3 

(2RS. 4' SR) - l-[2-(3'.4' -xb 
Hn-6' -f-;r;&/^^N'^'</^-2' H-^yVf*:tb 
yV-A' —f/U) -N- [N- (2— ^7•f•;^;:^;^;^^ 
:i;v) j/yv';^] ^yi^/H ir^y>'>«-|l*tW5 8t 

iRiatcioaLr (2rs. 4' sr) -i- [2- 

(6* -7$vV-3' . 4' -xbKD-2' H-'^ 
vyf-5rt^y-4' ->f/W) -N- [N- (2-:h7 



(3 1) :RFffl¥9-l 5 72 53 

59 60 

^;],XJl't^::i}V) ^V'^fUl t'^yyy 3 -t l^u^i^Kyi^fV) -N« - [N- {2-i-7tJ\^ 

^mmtmmrz mms 5%) . x)Vits:=^)V) ^y ^^juvr^ ^^it^mk 

[0149] FAB-MS : 580 (M+1) ^^^tl 2%) , 

iH-NMR(^ppm in DMSO-de ) : [0151]FAB-MS : 618(M+1) 

0. 20(lH.m), 0.81(1H. m) , iH-NMR(^ppin in DMSO-de ) 
l.lldH. m) , 1.29{1H, 1.57(lH.t), 2.14(lH,d), 

m) . 1. 53 (IH. t). 2.24(1H. 2.74(lH.d). 3.0(lH.br). 

d). 2.78(1H. d), 2.8-3.0 3.25 (lH.br), 3,59(2H,dd). 
(4H. m) . 3.26(1H. d) , 3.3 3.78 (lH.dd). 4.59(lH,t). 

2(1H. br). 3.48(1H, d), 10 6.63 (2H,d), 6.78(2H,d). 

3.58(1H, d) , 3.66(1H, d), 7.29(lH,d), 7.46(lH.s). 

5. 01 (IH, t), 7. 3-7. 4 (2H, 7.53(lH,d), 7.7(2H,m), 7. 

m) , 7. 54(1H, dd). 7.6-7. 83(1H. d). 8. 0-8. 4 ( 6H. m) . 

7 (2H. m) , 7.84(1H, dd), 8.43(lH.s). 8.69(2H.br), 

8.05(1H. d), 8. 1-8. 2 (2H. 9.10(2H,br). 9.24(lH.br) 

m) . 8. 40(1H, d). 8.43(1H, SIJfe»j76 

s) , 8. 80 (4H. br) (2RS. 4' RS) -2- (3' . 4' -xhKn- 

^miA 6* -f-^;^;i'>'N'it'{/u-2' H-'^yVf-ittr^y- 

(2RS, 4'RS)2-(3'.4' -S/'hHa- 4* -N« ->^'7x:::;UT-fef';^-N- (4- 

6' -f';t;j7yWN'^-f/^-2' H-^yrf-^rtr^y- 20 t\^ti^i^^>i>)V) v^yi^yT^Y^^m^stn 

4' -N- (4-t KD^x-^yvVl.) -N« mzimLX (2RS. 4' RS) -2- (6' -7$ 

- [N- (2-i'y^)VX)Vt^n)V) ^Ux^l/] , 4* -i/'fcHn-2' H-<yy^:tt:^ 

yr^i'^^msst^mifzmMix (2rs. 4* y-4' -n« -i^'yx^/pr-trf-y^-N- 

RS) -2- (6' -r5j^V-3' . 4' -xtKa (A-\i\^U^i^^yi^fV)^^)^:/yr^\^ 

-r H-/<.yv^^tr7y-4' -^)V) -n- (4 (ir*4 4%) . 

-t^'pdri^^>'i/';^) -N« - [N- {2--^^^}^ [Ol 52] FAB-MS : 565 (M+1) 

XiVit^:i.}\^) ^^)i^}\'^^^)i^yr%Y B^\Y^W^ iH-NMR(^ppin in DMSO-de) : 
^$r#7t (iR$6 5%) c 1.78(1H, t). 2.05(1H, d), 

[0150]FAB-MS : 618{M+1) 2.98(1H. d). 3. 27(1H. d), 
iH-NMR(5ppin in DMSO-de ) : 30 3. 53 ( 1 H. dd), 4.09(1H. dd). 

1.75(lH,t), 2.00(lH,d), 4.24(lH,dd), 4.63(lH,t), 

2. 91(1H. d). .3.17(lH,d), 4.99(1H. s). 6.65(2H. d), 

3.22(lH,d). 3.44(lH,d), 6.75(2H.t), 6.95<2H.d), 

3.48(lH.dd). 4.07(lH,dd). 7. 1 -7 . 3 ( 9H, m) , 7.49(1H, 

4.19(lH,dd), 4.51(lH.t), d), 7.75(lH.s), 8.60(1H, 

6.69(2H,d). 7.01(2H,d). d) . 8.70(2H,br). 8.87(2H. 

7.25(.lH.d), 7.49(lH.dd). br), 8.93(lH.t). 9-27(lH, 

7. 6-7. 8 (4H, m) , 8. 04 (2H. s) 

t), 8. 11(2H, d), 8. 32(1H. %m\ll 

d) , 8. 75 (2H.br), 8. 79(1H, 40 ( 2RS, 4 * SR) -2- ( 3 ' , 4 ' -^b Kn- 

t) , 8. 99 (2H, b r ) , 9. 28 ( IH, 6' /P- 2 ' H -^yV^ittT^y- 

s) 4' -^f;^) -N« ->''7x:::./l/r-fef-;l'-N- (4- 

SSSPJ7 5 yL\^u^yKyi>M i/li i/'VT S K$rl6liffiJ5 8^l«l 

(2RS. 4' SR) -2- (3* , 4' -i^tHn- WC^PitT (2RS, 4' SR) -2- (6' -TS 

6' -'^i^ij}V)^^A}V-2' H-'<.yVf';ttr7y- i/V-3' , 4' -£>'tHn-2' H-^yVf-^ft^ 

4' --f/P) -N- (4-t Kn^i/'^yi^/U) -N« >-4' --^/P) -N« -i^'^x-Z^r-fef^/P-N- 

- [N- (2— ^7•f-;^X;^;^r.;^) >/y5^;l/] ^Ui^ (4-t FO^£^^>'>?/^) iJ^y'>V75 K H-^^ft:* 
>'r$K^^^5 8i:lRiatc«iflLr (2RS, 4' i!ISiS^^#:^v: (IR$7%) . 

SR) -2- (6' -r5xV-3' . 4* -yt b'n [0153] FAB-MS ; 565 (M+1) 
-2' H-0'y^:te7>'-4' -^/l') -N- (4 50 iH-NMR(^ppra in DMSO-de ) : 



(32) 



61 



1. 69 (IH, t) . 2. 1-2. 2 (IH. 
m) , 2. 85 (IH. br) . 3. 05 (IH, 
br) . 3. 9 (IH, br) . 3, 89 (IH. 
dd) , 4. 09 (IH, dd) , 4.79(1 
H, t) . 5.17 (IH, s) , 6. 62 (2 
H. d) , 6. 81 (2H, d) , 7.16(2 
H. d) . 7. 1-7. 4 (9H, m) , 7. 52 
(IH. d) . 7. 53 ( IH. s) , 8. 33 (1 
H. t) . 8. 71 (2H. br) . 8. 79 (1 
H. d) . 9. 06 (2H, br) , 9. 25 (1 10 
H. b r) 



(2RS. 4* RS) -1- [2- (2' . 2' 

. 4' -i^'tKo-6' -'i-:^f})V)'^^^)V 

-2' H->^yy^:te^y-4' -^)V) -n- [n 
^uxy^^iasfifl^yssizRatcaiJiLT (2rs, 4* 

RS) -1- [2- (6* -T$i^V-2' , 2' 
;<f-;^-3' . 4' -i^'hKn-2' H-^yVf-:tt 
^y-4' -N- [N- (2-'f7f';l/X/U;^ 20 

-;^) ^Ux;!/] t'^yyy nn^fl:*** 

SSrf#3^o (1R$6 1%) . 
[0154] FAB-MS : 608 (M+1) 
1 H-NMR (5ppm in DMSO-de) 

1. 1-1. 6 (6H, m) . 1. 23 (3H, 
s) . 1.37 (3H. s) , 2. 0.(2H. b 
r) . 3. 0-3. 6 (5H, m) , 3.47 (2 
H. dd) . 5. 35 (IH, t) . 7. 31 (1 
H. d) . 7. 5 1 ( IH, d) , 7. 7 (3H. 
m) . 7.80(lH.dd). 8.05(1H. 30 
d) . 8. 1 1 ( IH. d) , 8. 1 3 (IH, 
d) . 8. 3-8. 4 (3H, m) . 9. 9 (4H. 
br) 



(2RS. 4' SR) -1- [2- (2' . 2' -i/A 
f-/l/-3' . 4' ->?tKD-6' 

-2' H-<yr^:tevy-4' -> f/^) -n- [n 
^')'j>^^m5stnmz^^Lx (2rs, 4' 

SR) -1- [2- (6* , 2' -V 40 

j?<f-;P-3' . 4* -vftKD-2' H-^yyf-:^!:^ 
yy-A' -N- [N- (2-'t7f•;^X;^;^ 

^;^) ^<U5/;i^] ^Uv-yH tT'^uyy 

(JR^6 9%) • 
[0 1 55] : >260'C 
FAB-MS : 608 (M+1 ) 
iH-NMR(^PPm in DMSO-de ) 

1. 1-1. 6 (6H. m) . 1 . 32 (3H, 
s) . 1. 34 (3H. s) , 1.8 (2H, b 
r). 3. 1-3. 7 (5H. m) . 3.46 (2 50 



«fMT9-1 57253 
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H. dd) . 5. 57 (IH, dd) . 7. 30 
(IH. d) , 7.51 (IH. d) . 7.. 7 (4 
H, m) . 7. 79 (IH. dd) . 8.1(3 
H, m) , 8. 31 (IH, d) . 8. 37 (1 
H. s) . 8. 9 (4H, br ) 

(2RS. rRS)-l-[N-[N- {2-'tyi- 
;I^X>W^-;P) -2-(l'.2'.3'. 
4' -Th7tKD-7' -^^if3)VJ<^A)V-V - 

i-y^jv) y^)'^)V^ e^'jx'yo. 2 2g (o. 3 8 

mmo 1 ) :^3j:t^r-feh>'7m l<7)igJff(C. 3^^y(^^ 

/uo. 3 6ml (i53fi) ^Mt3^mmMmL 

?Ur^yO. 0 5ml (0. 7mmo 1 ) . PKO. 0 

5 m 1 i3 J: t/^ ^ y 7 m 1 Jd t 5 ^faSD^.ji8S[ I 

7A^nvh^^7^-W+L. 3'-6%;<^y-;^- 

(2RS. r RS) -4- [2- [7' - 
(N' -i^^J^nratV^r^xV) -1* . 2' . 
3* . 4' -Th7bKn-l' -'^7^;V') -N- 
[N- (2— f7f-;i/;:^;i/3f>-/i/) ^Vi^ivii ^'Jx 
e^yi/> 3»>fl:*3!iK^S:o. 2g (72%) 
mz. 

[0156111^: 147'-149-C 
iH-NMR(^PPm in DMSO-de) : 

0. 75 (2H. br) . 0.9 (2H. br ) . 

1. 1-1. 6 (6H. m) , 1.7 (4H. b 
r ) . 2. 7-2. 9 (3H. m) , 3. 1-3. 
4 (5H. m) , 3. 45 (2H, br) . 4. 90 
(IH. t) . 7. 25 (IH. d) , 7.46 
(IH. d) , 7. 56 (IH. s) . 7.7 (3 
H. m) . 7. 89 (IH, br ) . 8. 05 (1 
H, d) . 8.11 (2H, dd) . 8.31(1 
H, d) , 8. 36 (IH. s) . 9.01(1 
H. br) , 9. 42 (IH. br) , 9. 68 

(IH. br) 

mmms i 

(2RS. 1' RS) -1- [N- [N- (2-:h7f- 

- 2-(l'.2',3', 
4' -Th7tKD-7' -^:t;5?;l^>'N'^>f;W-l' - 

mmsotnmzimLx r rs)-4- 

C2- [7' - [ (t/l-^Uy) (-<$y) - 
1' . 2* . 3' . 4' — rN7th'D-l' -':^7f' 
)V) -N- [N- (2-'f7f"/PX;l/;fv-;l.) ^iji/ 

$4 5%) . 

[01571FAB-MS : 632(M+1) 
iH-NMR(^PPm in DMSO-de ) 



63 

1. 2 (2H, b r) , 1.3-1.6 (4H, 
m) , 1.7 {4H. br ) . 2. 7-2. 9 (2 
H, m) . 3, 1-3. 5 (9H, m) . 3. 6- 



3. 8 (4H. m) 
29 ( IH. d) . 

4 (IH, s) , 
( IH. dd) . 

5 ( IH. d) . 
5 ( IH. d) , 
(IH. br) , 



, 4. 90 (IH, t) , 7. 

7. 36 (IH, d) . 7.4 
7. 7 (2H, m) , 7.79 

7. 97 ( IH. b r) . 8,0 

8. 1 2 (2H, dd) , 8.3 

8. 38 (IH. s ) . 9. 14 

9. 42 ( ( IH. br) 



(2RS, rRS)-l-[N-[N- (2-'t"7f- 

^Lli/;l.] -2 - (7* --ha- 
r . 2' . 3' . 4* -7^h^tHa-l' — 

TtM^Vim (C2 9 H3 4 N4 04 StLX) 
C% H% 
65.1 5 6.41 
65. 03 6. 39 
iH-NMR(5ppm in DMSO-de ) : ^d) 
0.95(lH,br). 1.15(lH.b 20 d) 
r) , 1. 25 (IH, br) , 1. 3-1. 6 
(6H. m) , 1. 7 (IH, br) . 2. 4- 



(33) !Rf^9-1 57253 

64 

y^Ji^fl^l tr^UxyO. 8g(1.4mmo 

%j^^i^^J^-miS^miMt, *S;*;^»fflS^T6^ 

L, ^^mtmistmi-h i;^a^[qM4 om i ^mx. 

(2RS. 1' RS) -1- [2 - (7' -T'^y- 
r . 2' . 3' . 4' -Th7tKD-l' — f7f" 
10 ;U) -N- [N- {2-i-yi^JUX;Ut^::ifV) yVi^ 
;u] ir^y i^VS: o. 68g (91%)^ 

[0158}m^: 173--174r 



85 (IH. br) . 
1 5 (2H, br ) , 

4. 64 (2H, s) 
6. 35 ( IH. dd) 
6. 66 ( IH. d) , 
7. 81 ( IH, dd) , 
8. 09 (2H. d) . 
8. 17 (IH, d) . 



2. 5 (2H. m) . 2. 85 (IH. br) . 3. 
0 (IH. br) , 3.15 (2H, br) , 3. 
4-3. 6 (3H, m) 
4. 86 ( IH. t) . 

6. 48 ( IH. d) . 

7. 7 (2H. m) . 

8. 03 (IH. d) 

8. 13 (IH. d) , 8. 17 (IH, d) . 30 
8. 4 1 (IH, s) 

(2RS. 1' SR) -1- [N- [N- (2— 
;^'X/^';^-;^) /Ux^H - 2- (7' --hn- 
1' /2' . 3' . 4' -Thvth'n-1' -i-yi- 

)u) i^jvi i^yt:^m& 2 tmmzmi 

T (2RS, r SR) -1- [2 - (7' -TS/- 
1' . 2' , 3* . 4' -Th7th'n-1' — ^7-^ 

;^) -N- [N- (2— ^7'f;l';^;l'*-;U) 

/P] /Uv';!/] 'Jy^:'i%t: mmS5%) , 40 
[01 591^: 240 — 244^: 

1 H-NMR (5 ppm in DMSO-de) : 
0. 55 (IH. br) , 1. 1 ( IH. br) , 



N% S% 
1 0. 48 6. 00 
1 0,36 5.97 
, 8. 06 (IH, d) . 8. 10 (IH, 
. 8. 14 (IH. d) . 8. 43 (IH. 

s) 

mtmsA 

(2RS. i'Rs)-i-[2-(7' -r^y- 

1' , 2' . 3' , 4' -Tb7tb'D-l' -tyi- 
/U) -N- [N- (2-i'y^/UX)Vt^=:^)V) r/'Ji^ 
;U] T'U^'^l^] e'^Ui^'yO. 59g(l. Immo 

1 ) i>j:t^i^';t^i;-y6inlOii?gtC7^y-f ^y^f- 

fu^wmtmo, 5g(4ifi) itQisow- 

J-)V-^uuts)VJ^X'm^LX 1' RS) 

-1- [2 - (7' -^/r-yy-i' . 2' . 3' . 

4' -xN5tHn-l' -^y^fV) -N- [N- 

yyy 2JiSteS'0. 46g (64%)#;t. 

[01601 FAB-MS : 577 (M+1) 
iH-NMR(ffppm in DMSO-de) : 
1. 0-1. 7 ( 1 OH. m) , 2. 6-2. 8 

(2H. m), 3. 0-3. 2(2 H. m). 3. 2 



1. 2-1. 5 (6H. m) . 

m) , 2.5 (2H, m) . 

r) , 3. 1 ( IH. br ) . 

r) . 4. 69 (2H. s) . 

t) . 6. 15 (IH. d) , 

d) , 6. 68 ( IH. d) . 

m) , 7. 82 (IH, dd) 



1. 65 (2H, 
2. 85 ( IH. b 

3. 56 (3H. b 

4. 92 (IH. 

6. 35 (IH. d 

7. 7 (2H. 

. 8. 04 (2H 



3K50 



-3. 6 (5H, b r) 

6. 97 ( IH, dd) 

7. 10 ( IH, d) , 

7. 7 (2H. m) , 

8. 03 (2H. d) 

8. 14 ( IH, d) 

9. 8 (IH. br) 

(2RS. l'SR)-l-[2-(7' -T^y- 
1* . 2' . 3' . 4' -Th7bKD-l' -:h7f* 
;P) -N- [N- (2— f7^/l'XyW;};-;l/) ^Ui/ 



4. 86 (IH. t) 
7. 03 ( IH, d) 
7.3 5 (4H, m) , 
7. 79 (IH, dd) , 
8. 09 (IH, d) . 
8. 40 (IH, s) . 



(34) 
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65 66 

t (2RS. 1' SR) -1- [2 - (7* -/r-i^' (iR*5 5%) . 

. 2' . 3' . 4' -t [0161] 

7f-;P) -N- [N- (2— :h7f-;I/X;U;^:::;U) ^U* 

7C^:^tfr€ (C3 0 Hs 6 N6 04 S 1. 5HC1 H2O 

C% H% N% S% C\% 

55. 48 6. 13 12. 94 4. 94 8. 19 
mm 55. 70 6. 19 13. 08 4. 80 8. 05 
iH-NMR(^PPm in DMSO-de ) : ^f- 

O.SdH. br). 1.2-1.8(9H, 10 [0162] 
m) , 2. 5-2. 8 (2H, m) , 2. 95 (1 [-ftS ] 

H, b r) , 3.05 (2H, m) . 3. 2-3. 
6 (4H. m) . 5. 04 ( IH. t ) , 6.95 
(2H.in), 7. 09(1 H. d), 7. 38 (4 
H, b r ) , 7.7 (2H, m) , 7.81(1 
H. dd) , 8. 0-8. 2 (5H. m) , 8.0 
9(lH.d). 8.41(lH,s). 9.81 [0163] 
(IH, s) [^1] 
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LT. ttzmmwmtLxmvh^. 
[0188] m^m-^omii^, htoj: ^ 4is« 

[0189] Dfe^^ 

t s K - N - M c j^^ti 

MC0[i 2 5 I] _/<7-^|CYY (PYY) . lOmM 
Img/m WNVh^xV. ^ll^5mg/m 
(PH7. 4) 4'-C25-C. 18 04)'(a>r>'^jL'^-h 

tti^k. 10. oooxg, s^HcoiS'WciOHte^ 

YmETx-m^uz. 

CO 190] 2) YlS^ffrfSiaf^ffl 

§r;5mmcoyy/il*S:8'-l 2*f^^Uc. #«Jfr 
S: 1 Om 1 «03 7X;^ Uy^x^nm^t: Lfz^^^^x 



*M^:^X (9 5%02 +5%C02 ) ^M^^-^fz. 9 
20 O^^lCTLTgl^i&^^^^Ttrm. 10-8M(7)NP 

teife1«8WliNPYa^30^MtcK^ 
L, *S^i60NPYIRffiS:S^1.f<ONPYJRffii:Jt«rr 
l>Ci:tcj:0»W^?':^ir>, Y 1 S^#1S«i:f^ffic^JiS 

[0191] zMcommtifZ^^^x^mMit^ 

30 [0192] ^^BM-^. ^O^^ttcom. Xti-5-(50 

}SK$]iio, miifmm^±mm'^xm^^hiz{i, m 
^. untfzmmux'&^^tih. * 

hf}\ m^f^LAV^t^^t:^, IBtcoiO. Img- 
lOOmg, »^U<Jilmg~10mg(7)Kffl-Cia 
lIlI*>^«[|iItc^(tgDS4$^l-&;&\ ^L<li, ^ 

Ut^^tz^, iBtCOi^O. lmg~100mgCOK 
ST. lBlig:6^i^i;tlHl^^ii-(t^^^Pt54$3fl^:6\ X 
{t, 1 B 1 B^^~2 4 ^^7)^TI^Mf^^^^4$ix 

40 I. ik'^&{m^<r>^^x^abth<^x\ ±aft4s^ 
[0193] :^wMizxhm^^rzisbmmfm 
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AN 1997:480872 CAPLUS 
DN 127:149409 

TI Preparation of a-arylglycine and N-glycyl-a-arylglycyl 

derivatives having affinity to neuropeptide Y (NPY) receptor 

IN Kondo, Tasuku; Itahana, Hirotsune; Tobe, Takahiko; Togami, Junji; 
Tsukamoto, Shinichi 

PA Yamanouchi Pharmaceutical Co., Ltd., Japan 

SO Jpn. Kokai Tokkyo Koho, 41 pp. 
CODEN: JKXXAF 

DT Patent 

LA Japanese 

FAN.CNT 1 

PATENT NO. KIND DATE APPLICATION NO. DATE 



PI JP 09157253 A 19970617 JP 1995-323172 19951212 

PRAI JP 1995-323172 19951212 
OS MARPAT 127:149409 
GI 




AB The title compds. [I; A = aryl, optionally benzene ring-condensed 5- or 
6-metnbered N-containing heterocyclyl, lower alkylene; B = S02, CO, 02C, 
CHR7C0; wherein R7 = H, lower alkyl, aryl ; X = optionally lower 
alkyl-substituted CH2 or NH, S, 0; Rl = H, NH2, mono- or di (lower 
alkyDamino; R2, R3 = H, lower alkyl; R4 = H, cyano, N02, C0NH2, C(:S)NH2,. 
NH2, mono- or di {lower alkyDamino, (NH) pC ( : Y) NR8R9; Y = NH, S, O; wherein 
R8, R9 = H, lower alkyl, cycloalkyl; or NR8R9 = N-containing heterocyclyl 
optionally containing 0; p = 0,1; R5, R6 = H, lower alkyl, (un) substituted 
aralkyl or aryl; or NR5R6 = N-containing heterocyclyl optionally containing O 
and/or benzene ring-fused; n = 0, 1-4; m =0,1] are prepared They are useful 
for the treatment of diseases related to physiol. function of NPY receptor 
such as obesity, overeating (hyperphagia) , sitophobia (phagophobia) , 
epilepsy, anxiety, senile dementia, depression, Parkinson *s disease, brain 
degeneration accompanied by head trauma, various body symptoms caused by 
stress, hypertension, hypotension, heart failure, angina pectoris, 
myocardial infarction, coronary diseases, syndrome X, kidney diseases, 
asthma, diarrhea, and hormone abnormality, or as immunomodulators, etc. 
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(no data) . Thus, (2RS,4 'RS) -1- [2- (6' -cyano-2» , 2 • -dimethyl -3 • ,4' -dihydro- 

2 ' H-benzothiopyran-4 ' -yl ) -N- (diphenylmethylene) glycyl] piperidine was 
stirred with a mixture of concentrated HCl and MeOH at room temperature for 1 
h followed 

by workup and condensation with N- (2 -naphthylsulfonyl) glycine in the 
presence of {PhO)2P(0)N3 in DMF to give the title compound (II). 
IT 193404-06-7P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation of a-arylglycine and N-glycyl-a-arylglycyl derivs . 
having affinity to neuropeptide Y (NPY) receptor) 
RN 193404-06-7 CAPLUS 

CN Piperidine, 1- [amino (7-cyano-l, 2,3, 4 -tetrahydro-l-naphthalenyl) acetyl] - , 
monohydrochloride, [R-(R*,R*)]- (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 



Q 




• HCl 



